Abstract of JP2001226269 
Title: MELANIN-CONCENTRATING HORMONE ANTAGONIST 

PROBLEM TO BE SOLVED: To prepare a melanin-concentrating hormone 
antagonist useful as a prophylactic or therapeutic agent of obesity. 
SOLUTION: This melanin-concentrating hormone antagonist contains a 
compound represented by formula (I) 



[wherein, Ar is a (substituted) (condensed) aromatic ring; XI is a 
(substituted) divalent liner group having 1-5 number of atoms in the main 
chain; X2 to X4 are each a bond or the like; and R2 is a basic substituent] or 
a salt thereof. 
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xxii) v?- C 6 _ 14 T U — /u- C 1 . 6 7;V^/V-A;VjK^ 
A'S (09x.fi, #7=^** 

A'ST'A'* A'tf £<0*J- 7x^- C i-eT/W^r 

/v-^/w^a./^s^if) , (xxxiii) c 6 _ 14 ry— A'- 

#A'tf:=A'S (09, -O'iAfA-ftif) , (xxxiv) C 

6 . 14 7y^t^^-A;^^S (09, 7x;^>jd 
A'tf^A'ftif) % (xxxv) c 6 _ 14 r })-*-c^ 6 r/u 

^r*-^/W<^ryfjUm (09xfi, 7*^-^^ 



/^e>T A\ 7 « —A"- ^*)Vfj A'ft if co 7 a: ^ 

A'- C l _ 6 TA'*/l'- #>>W^^ A'gft if) , (xxxvi) 
C 6 _ 14 T 9 — /W-^/W^^y^S (0J % 7x^;W^ 
^fA-ftif) , (xxxvi i) C 6 . 14 7y^-C 1 _ 6 7/^ 

^-A;^vr^s (0Hx.fi, y^-*-*** 

ft if co 7 a C 1 _ 6 7;v^;v-A/i/*^/V7 ^ y g 

ftif) , (xxxviii) c 6 _ 14 ry-^-c 1 _ 6 ryw^r 

^ / (09x.fi, 7x^-^f/U7^ y, 7x^;U-x 

fvpr ^ y ft if co 7 zc-a— c a^a-t ^ y gft 

<*f) , (xxxix) C 6 . 14 7 'J -^-C^J/V^^* 
~A"£ (09x.fi, 7x-/V-^f/l/^M-;K 7x^ 
/^-^^^/V^-^^ifCO^^-zV-C^eT/^^ 
^A^—A-gftif) , (xxxx) C 6 _ 14 T U — yV^/W^^ 
7a=i^/U*^>U4ir) > (xxxxi) C 

6 _ 14 T y — ;v- C^T/U^/uxsuy j -sum (#Jx. 

J —)Vt£ if CO^ ai^yV- Q X ^T )V^r)V^)Vy 4 

^S^if) , (xxxxii) c 6 _ 14 ry-/w-c 1 _ 6 r/^ 
/u^^/vr^/, y*~/i'-^;vxjuft~;uT 

ifcoy^^^-C^gT^^r/^^^^^T^ yg^ 
if) , (xxxxiii) C 6 _ 14 7y-;^/^^7^yS 
(«, 7x^;^^7^ /*if) ftif^*»ft>Jx 

-So 

[0007] stria r/M3^>{b*tirv>rt J;v>c 1 . 6 

T'nbVK ^V^olf/K ^^/K sec-7* 
;v y tevt-zfj-*, ^y^;v, ^*c->/ul£¥) 1tlf1fi& 

tfbti. M;»m t LXHts * i?y 

/K =^**, 2-7**^**. 2, 2, 2-hy^yV 
tnxf;K ^ntf/K 3, 3, 3 - h y 7;l'tn7 P o 
fcVK ^y^otVK 7**s 4, 4, 4-^7^* 
P^^/K ^yT'f/K sec-^f*yK tert-^/K ^ 

>f y-^yf ^ 5, 5, 5-h 

!) 7A'*n^yf^ 6, 6, 6-h])7* 

TV>rt>J:^c 1 . 6 T/V'=3^^Sj irUTfi, ^J^f^> 

H^^^if) Sr*TL-CV^Tt)«t^C 1 _ 6 T^=i^ 

7 p o^>y, -fV^b^r^ sec-^b^^, 

tert-^b^^ftif) IZZftmfhfr. M?i$$\b LT 

«X.«P< b^rV, h^v-, h y 7/Wt 

on^, ^F^rK 2, 2, 2-hy7;^nxf 

4, 4- b y 7;vtn7h^ -<y^b^riy, sec-^ 
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* 



*i5. WIS r/Nn^yftSixrv^tJ:vNC 1 _ 6 r^* 

JDS^f- (flx.fl 7yf, MM, JWR. afrtfcftif) Sr* 

uri^rt>J:v>c 1 - 6 T^^^-x (fl;Ul y^ 

7?/l'tt m s JV'ff'flSf'** sec-y^/^*, tert- 
ttfrtttzZ) ttZ&mfbti. flftfltltfi, y 

-f^tvtt^ 4, 4, 4- h J? y^n-J^/V*?*^ A 
Vf^/V^*, sec-^y^^, tert-^^/V^^", 

[0008] «na r5ttv^U7jmi«r5/*j fctr 
n flx.fi i ffl^aswR^K^ica^jR^, b*jk? 

fcJ:tmiiia^*^^fe»tf^*^'rnlR : f-Sr 1 ft^L 
3ffl*UT^Tt £^5ft^L7fig:RTSy£ftifas 

tr<<9^A w*yy, ^^yi^y sttiwmtf 

tlZ>o 

[ooo9i Mis rc 6 . 14 ry-/^j , r*y-c 
fl . 14 7 5^-c M 7^;Hj , ^-c 6 . 14 ry 

-c 1 ^ta'*^-#/u#=A'Ej ^ r^-c 6 . 14 ry 

^/^j , f c 6 _ 14 r y~ /u-c^r/^/w-^^ 
/^^/ugj . rc 6 _ 14 ry-/u-^/^^-r^Sj , 
r c 6 _ 14 T y ^-c^r^/u-*^*^ ^ y 
gj , rc 6 _ 14 ry-/^-c 1 _ 6 r/^/vr^ /j , 

r C 6 _ 14 T y — /!/ - C i-eT/U *yl/* xvwgj , 

r c 6 ^ 14 Ty-^;^-/^j , r c 6 _ 14 ry-/w 

c^r/^/^/^^^r^ySj *3j;tf rc 6 _ 14 r 
y-yw*yi^~yvrsySj n §e>K, «*.n c 

i-6 r ^^ (flxfl y?vK ^^/K ^ntf/K >r 

^/K ^fv^ftif) , Cj.eT/l^a*^ (flx.ll y 

^rV, ^fy^h^y, sec-^h*^ tert-^h^ft 
<!f) , ^ny^Jg^ (flx.il 3 

!>«4if) , tKn^y c 6 _ 14 r y-^-c^r^ 
^t^y (fl, > r^y, *y 

- c /Mr/ur s y (flx.fl y^viyr^y, 
/vr^y, ^ptr/ur^yftif) > *;-c M r^ 
r?/ WJx.fl ^y^vwrsy, ^xf/vr ^ y ft 

if) , xhn, C^gT/W^-^^^/V (flx.H 



y^ftif) , c 6 . 14 7y-/i/-*;v#^ wk ^v/^r 

yi"ftjf) 4^^?>»tfftfci*v^L4fflo«lftS*^rL 

[ooio] Ar-c^^tL^ rmftssr^ru-cv^rtJ: 

fl »*l<h (i) 7^;s, (ii) ^y-c^r 
M^r^/i (flxfl y^/wr^y. ^a,t% 

y, /ne^^/fttt , (iii) ^-C^Tyv-^yv 

r^yg (Win ^yfvwrsy, ^xf/ur^/t 

if) , (iv) HBoSSiJR^a^tJiSafJR^, B&iffiS^ 
3fi*LT^Tt>J:l^ 5 ftV^L 7 A*RTSy£ (flx. 

tt, eny^A tf'^y^y, v^ypj^ ^ey^y 
y, ^^e^yyftif) , (v) c^T;^^-^^ 

yi^r^y, y^yywr^y*if) , (vi) c^r/v^- 

yw^yu^x:y^r ^ /S (^Jx.tl y ^yPy.yl/^^yPT ^ 
y, ^^w^Tft^yV-T ^ y . fcVWVl'tf^yWT ^ 

yftif) > (vii) C 6 _ 14 T y-yw-C^sTy^y^T^ 

y (eiJx.fl 7^^/v-y ^ y, y^nyi— ^ 

yu-T ^ y ft if <D 7 a: r:yw- c ^eTyu^ryur ^ y ft 
if) % (viii) C 6 _ 14 T y-yv—C^Tyi/^y^yw^ 
^yi^T^yS (^llxifl 7aL~;V-*3-;isx;]s#ix-;VT 
^y N ^oixiyw-^f-y^y^^^r ^ J t£}£<ny zl^ 
fr-C 1 _ s Tft'*c;V*;Vft~;VT^St£¥) > (ix) C 
6 _ 14 T y— yW^yW^xiyUT^ y*S (fl, 7^^y^yL-^ 

^r^yftif) , (x) s^vy^m* Wx.fi ^y^ 

^-n, ^uyvftjf) , (xi) /Nny^k$ixrv>rt>J: 

^ChT^/h wjxji y^-yK ^^yK ^rvy 

p t"yK tert-^/K h y ^yi-^n y ^yuft if) , 

(xii) />ny/^k$tirv>rt«J:v^c 1 . 6 ryi-^^r^S 

WJx.fl y b^r->> ^h^r^, -fy^a*^ tert 

-^h^r^> hy ^yv^ny h^iyft^f) ftif-efeSo 
ft^-ct, ^-c^/^/^^yi WJ^fl v^y 
^T^y, ^^yvr^yft^f) , HHoa*jB^a 
*fc**is^\ K^is^tei^stJtiH^ftir^featftt 

7lf«7>;ys WJx.fl trny^y, t°-<y^y N 
t°-<7^y, w^yA ^^ey^yyft^f) ftif^ 

[0011] Art^$il5 rg&gSr^LT^TtJ; 
LTfl flx.fl ^V^^S> 5 4fctt6.R5£®R«lS 

atftWWfctts. tt r5*fcfi6*»#si«*«j 
t 0 ^-^^, t°y v^y yK 7^^, ^ 

^7xy tfn— yK t 0 ^^— y^ x 1, 2, 3-hyr 
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[0012] Arf^J^ rg&gSr^LT^TtJ; 
M»t8«li: Ittt, (1) ^Sairg&S 

* w l r v * r t> t v ^rasciRX* fc as*^f a 4§3\ 

(2) ^WSi:B^S$rWLTV>r%J:v>2m^:«^S 

2S^¥S (fib, />4< tt>-*©«**WS«[*lll 
fcdS3B^5»&, (3) 

ltv^t <t v ^ 3 s^m^S <t dsflS-a-ra^ft if 

[0 0 13] JbSB (1) tcWU W*U<Ht^ 
[ft 2 2] 




&Sj ds*tf&ix5c g&£c>Ste, «;ttfl4i>L3 
S^SJ JC*5ltS WSJ fcL-Ctt, ftiftK 
1 ft^L4^tf4#V^Ll 4* (#*L<tt54V^L 

So aftWicttWitf, try f7^, t*y^ 

h7t Kn^f-^bTV, ^M!Jy, y 
>\ tTn-/K \fyV— A\ 1, 2, 3-M)ry— 

ttftft ^ 2 mv^r n JjR^-Sr^tr 5 4^ L 9 S<£>#^§ 
f i/W ^ >\ ^^f^W ^ rF7t Kd7 



[ooi4] Bi-e^Jti5 rjg^ss:^urv>Tt>J: 
fc:*s#S rg&gj turn tfJxtf (0 

if) , (ii) ^FnS % (iii) VT/S, (iv) 

(v) kKn*VS, (vi) c^r^ 1 * (« 
y^vK ^ntT/W >fy^Ptf/K ^ 

/K ^yy^/K tert-y^K sec-:/ ^/Uft if ) (vi 
i) C M 7^^i/i (W^Ltf, y h*V, 3i 

if) , (viii) C^eT/^U^-^K (09*. tf, 

^ s :/ntfA^:*-*if) , (ix) T^y 

(x) ^/-c^t^t^s (Mi^ y? 1 
/ur^y, =shvt*j^ ^nhr/i/T^yftif) , (x 
i) v^-c^r/vw^ys (0*1*. ri, ^y^/wr 

^^/wr^y^if) , (xii) 0l*.tf«iWSH E - 

jr^* if ^ ^a^na^T 1 o i ftv ^ u 3 «f 
v^T^ i ctv^5^v^b7m^r^ ys («*Ltf. fpy 
e^y, tf^y^y, t'^7^y, ^yy, 

^yy^if) > (xiii) c^r^/^-^^^r 

^y£ (fiflitf, r-fe^ywr^y, ynt't^r; 

y> >V7 % J ft}*} , (xiv) C^r/^^^ 

^/^^^■/WT ^ y Jfcif) % (xv) C^T/Ua^ri/ 
S/*/uaK^^ T'n^^^y^^/u^if) % (xvi) 

(xvii) C^eT/W^/W^/^^^/US 

IfA'jtr^^/Pftif) % (xviii) ;fr/w*=e>fA/2£, (x 
ix) ^y-c^eTy^^yw^^/i/S y 
^/u^/w^^e^/K 3i^/w*/w^^/u*if) x ( X x) 

X/w^^/u, iSzu^/vX/w^j ;vt££) , (xxi) 

Cx^r^w/v*- /us (^Jx.^, y^/u^/u^^. 

ji^/u^/ix^^i/K ^ntf/u^/i/^^/ujfcif) ft if 

*L<tti*^L3ffl-e*>*. um&m\*. &*l<k 

/K ynfcVK ^y^ntVK y^K te 

rt-^^/K sec-^^vuft if) * if "Cfe <9 % t 9 

[0015] Ba#, «*jaiR*i: Lr^jg^^f 

>N-R J 

^$ti5S^#LTV>rfcJ:v> 0 R 1 
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(D r/v^/i^s y^vw ^fvK 

/K sec-^/K -<i/?vK ^*i/yl'4if<£>C 1 _ 6 7yl' 
*yvg4 if) 

(2) ryi^^g (#Rtfs tf~/K ry/K ^y?" 

© 0^771^=^*4 if) 

(3) 7yl"*=vl/g ^o/VV^ :n^~ 
;K ^^/K 1 -^*^=^4ifOC 2 _ 6 7yV*=.yV 

£4 if) 

(4) i/^nr;^i ^pyntVK > 
^a^f/K S^P^^fvK $/^ n^^i/yi^ifcDC 
3 _ 6 i/^nTyi'*yl'S4if) 

(5) »»ais;c 8 _ 14 iaftwb*c*afi 

n (3. 2. 1) h-2 — f/K If ^ n [3. 3. 
1] 7i/-2-*fyK T^lsfV- 1 — {/Uftl*<Di& 

(6) ry^n y^^K 

2 —jry^/V, t'7x^/K 2 ->f yf^/K 2 —TV 

yv£4 if) 

(7) T^/^WS -<V^/W, 

yK 7x^;^n lfyu % 7 » ^yl^/^/K 7x^y 
?7K 7 yl"^3r 5/^4 ¥<Dy*. =-;l>- C x-ioT^^r 
yl< ; «-+7^/^^A'ftifO-f7^A'-C 1 _ 6 r/l'* 
yV; Wx.SLWf'M t?7x.=>A'X.7A'1tl*4>&7x. 
C i.gT^*^* if ^C 7 _ 16 77^^S^ if) 

(8) 7 U -;v-7;v^-;vi (tt;iHt*f-y>K S/V 

c 6 -i4^ 5 C a . l2 T^^HKft if) 

(9) 7y-/V-C 2 . 12 7/^^S (tflitf, 
/V:r^-/K 3-7x^-2-^^ 3-7x 
~yv- l --fu \f^.jVt^^(Dy^^;V-C 2 _ 12 TjV^^ 

/v*if(Dc 6 _ 14 r y -/^-C 2 . 12 T/W^r^/VS*if) 

(10) v/^am;i/-ry^;H (Wx.fl ^^n^ 
n If ywy fvV, i/^n^ywy^yw, v^n^y^ypy 

:nfvK ^^n^DtV^ntVi/, i/£ u^juzfu f 
yv, V^n^^yi^/n tVK n^^ri//^7 p n tf 
/V, d yu^o fcT/W, tfyWl/f-yW, 



yp, ^n^n fcVW^ * i/yW, 5/ ^ n * 

n^V^-yl^* i/yw, a^v^f 5/71^*5/^4 if 
<£>C 3 _ 7 i/^ n T/W*/V- C 1 _ 6 7;u^;H* if ) 
(11) 7y-/u-7y-/V-C 1 _ 10 7;^S («x.tf 
\?7aL=./l'*f-A' % tf^^^/^^4if^C 6 _ 14 TU 

c 6 _ 14 r y -yv- c 1 _ 10 r/i'*/i'Sft if ) r lw e 
c 3 - 6 ^^ D7 ^^ c 7 _ 16 r ^^4 if -efcSo 

4d>t? 1 t>, C 7 _ 10 Ty/l>*/l>m ^Vi^/K 7 

x^T/w^/j: if) 4 if uv\ 
[0 0 16] R 1 "?;^**!,* rg&g^LT^TkJ: 

ra^sj tuTfi, 

(i) /M^yjR^ (Witf, 7y^ jfiR, Jfc* % 3 
**4if) , (ii) ^hnl, (iii) ^7 71, (i 
v) t^rVS, (v) tFn^S, (vi) Wfl/fcZ 
tLTV^T^<tV^C 1 _ 6 r/v*y^S s (vii) />ny>->fb£ 
ft-C^Tfc iv^C^Tywa^VS^ (viii) ^n^y 
{b^tlTV^Tt iV^C^ry^y^^^ (ix) T ^ 

/S, (x) ^ey-c^eTy^yvr^yS y 
^yvr^y, ^^yvr^y, -fvt \?;vt 4 if) . 
(xi) ^-Ci.eTyv^yvr^yS (Mill ^y^yu 
T5:y x v^^t ^ y 4 if ) , ( X ii) 54v>L7fl 

S«7^/S, (xiii) C^TJV^rfr-X/Vtf-sVT 

^yS (0»iff, r-t^yur^y, yut°t^7; 
y, ^yyvr^y4if) , (xiv) c^ry^y^yw 
^^ywr^ys y^y^y^^yu-r^y, ^ 

^yW^y^r:yl/T ^ y 4 if) , (xv) C x _ G T;Vzi**s 
-%/U7$~;vm y h*S/#/U#^vK 

i/*y^^yv, yn7}f*^^yv^^yw4if) , (xvi) 
^7y^*->S, (xvii) C^gTy^yi^-^y^^yvS 

tfyw^yU3^^yu4if) , (xviii) %/w<*s( ( x 

ix) *r/-C 1 „ 6 T/\'*/i'-*J/W^'{;u& (flx.tf, 
y^y^yw^^e-YyK 3ify^yw^^yi/4if) , (x 

x) ^-c^Tyw^yv-^yw^^yi/S -^y 

fvl^yW^'fyK v ? ^^yW^yW^^^yW4if) , (xx 
i) C^ 6 T;v^;vy.;v^;V^ (Witf, y ^y^yp^ 
^yl^, ^i^yV^yU^^yK lfyu^y^^y^4 if) , 
(xxii) C yu= %/V7fs~/V- C ^T/V^/V 

m y h^^y^^y^yK ^h*i/^yi^ 

7^-^y^-yK tert-^ b*^yW#=yuy^yK yh 
^i/^yu^^iy^^yw, 31 b^V^yW^^iyUai^yi/, y 

Y**/j];i'i$~;v (v^y^yk) y ^yK ^h*i/*yv^ 

^y> (i^y^) yf*yK tert-^b*i/^y^^yl/ 

(i^y^-yw) y^vw4if) x (xxiii) *ywjj?*5/-c 
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}£) > (xxiv) S&g£*LTVNTt>£V^StS, 

(xxv) c 6 _ 14 ri;-^s (#rj;£> y*—/^ 

/u4W > (xxvi) c 7 - lfl r?;^H (fljitf, 'O- 

^/V*£) , (xxvii) «&£&*TL-O^Ct>J;v^ 

-f KS, (xxviii) Bfcasr*Lrv>-rt>iv^*!?u 
K*. (xxix) «»ssr*ur^rt .kivrssv 

g> (xxx) MfcX&^l/r^Tfcil^T-^/*, 

(xxxi) ii»s*:*ruTv^Tt)<tv^«*tr ^y#/v#~ 
/uS, (xxxii) aift£SrWbrv>rt>J;v^r^/f-^ 

#/]^~/l^ (xxxiii) g&2£WLT^Tt>£^T 

^ y*/u*~/ug, (xxxiv) B&S&^rLT^TfcJ: 

^C 6 _ 14 7 U — /V;*/V#:=./l'7 ^ J > (xxxv) */V# 
(xxxvi) 7;V7>f;S, (xxxvii) ^/V^^y 
(xxxviii) C^T/l^/WVl^g ^ 
/V*/!^ 31 ^/V*/!'*, ^ntf;Wl/^4if) , (xx 
xix) C 1 _ 6 7M;^/V7>r;S (^Jt^> * I ?/\'XA> 

if) , (xxxx) C^eTA^/W^^yS 

a/fcif) > (xxxxi) ^*/S, (xxxxii) v>-C 

^r/^ *y/^a bdf>>7^^ 

*y/K 5*^*^***5/1^ ^n^i/^^U 
l^LSffl, #*L<f*l*^L3ffl"?*>5 0 

[0 0 17] rrr% r/Nny^b$^Tv^rt>J:v^c 
[0018] ME r«iftss:^rL-cv^r*>J:v>»*« 

4^L6fi (#F*L<ttl#^L4fl) *r£t*5fcv*L 
14ft (¥S**fctt2ft^L4at5£) 

-c, ¥SS»iR«^brtt, t> y>>>\ tr^^y, try 
fy^y, ^Tiffcrv, ^iHftfv, tfny^v, t° 
rb7t Kd77^ tf^s^ /fc^efcX?^ 

*yy, trn— /k ^9^— /k i, 2, 3-hyry 

-/K ^fV-zK **»:/9^>\ ^r^-/K ^ 

r/y^y> >fy^ty-;K ^f^yyy, hyr 



ft* 0 2a*»*SfcLTtt, ^Jx.tf, -r^K-/K ^ 
t Kn>fyK-;K ^fy^y K*-/K i^fcKn^y^v 
K— /K ^77^ i/t Kn^tyy77y, ^:xX 

^ ^v— /k ^o-x^-*i^^/-/k ^vx-f yah** 

yWK ^y/f7/-;K y^/-;K ^!)y, 
fh7tKn^/yy, ^ y*y y >\ f h7tKu^ 
y*y y rhn Kn-iH-i-^^xr-^tf^ r h 

7t Kn-lH-2-^VXT^tV, ff7t Kn-lH-3— < 

yx/f tv, rF7t Kp^yxwft'y, ** 

^yy, fh7t Kn*^/y ^y^tyy, 

9 t: Kn*y **y ^ N ^vy^;t*-y->\ ^y/v't 

*y-/K ^sV^rvy^ 4 s^Vfy ^vftjfsw 
rffeiiSo 3*fctt4«sc«*aii:Lrtt, r^ys? 

>\ fh7t KnT^y^y, t°an^y yy, t°nn 
-Y^K— /K ^P^yh^yK-/K YV^f^Kn^ 

vxr-^if^^^tf e,tt-6 0 mmnm\ 

TK^JjS^SriflSft^Lr-e^ss-cjb^o rg^^ 

[0019] stria rg&a£#LTV^-ct>J:t^ W K 

Sj ic*3tt$ rg^sj £i/rra:, ^J^« (1) 
Wb^tiTv^r^^^c^r/u^S, (2) c 7 ^ 16 

(W, -<>^/^if) , (3) Anyyf 
■T- («, yym, MM. a**4if) > ^nyy 

ft$ixrv>"Ct> J;v^c 1 _ 6 T/^*/^£, /Nn^/^^ix 

T V ^ t J: t> C x _ e T JV 3 v-Sio £ C 6 _ 14 T y — 

%i 4v^u3fi^rLrv^rfc J:^c 6 _ 14 ry — /vs 

r-c, r/Nn//vfb$ttrv^rt cfcv>c 1 _ 6 r/w*/w 
& *3<tt5 ^/^o//x^:$^^Tv^T^)<^:v^c 1 _ 6 T/^=I 

*^>Sj ^LTfL ^ft^ftllilfEAr fg^ 

5o rg&g^LT^T^v^UM' KSj i:UT 
/u^u>f 3-7x^?KK, 3- (4-y/u^- 

D7x^) jrWK» 3- {2-^^^y V 

v4 K> 3- (4-^ b^^^^^/w) $u^b\ 3- 

(2, 4-^7/^P7x^) 3- [3, 

(hy7;vtP/ ( f^) ^a:^/w] >)WF. 
3— h\ 3- 

K, 3- (2-^^^^y/U) 9 W Kftif»»»f bJl 
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h\ 3- (4-7^tP7i^) ft^KK, 3- 
(4->f/V7x^;U) WKK, 3- (4-yh 
^v^^/V-) WKK> 3- (2, 
^-A-) 3 — t!) I/^f b\ 

3- (1— #-7*71') WKK4Jf) ftif#*tfb 

[0020] stria m&m*GLx^xh±^T^*j; 

rg&gj fcLTtt, (1) C^T/W 

(«, y*7K **7Kfcif) , (2) ~hng£ 

i ft ^ l 2 fl* L r v *r t> J: v * c 6 _ 14 r y -a* («, 
*#L-cvvtt>j:i*r^ysj iim r 

N 1 -7x^U7^^7, N 1 , N^^Wv^ 

3i*/VT^^/, N 1 , N 1 -S*tf7l'T5S*A n 1 - 
^f/l^-N 1 -7x^;V7 ^ vV ^ N\ N 1 --^ (4- 
^hn7xn;V) 7^^7 4Wfff^Sc rg&S 

**lyrivrt>J:v^7~^y*j itttt, #J;tJf^ 
T~*JJ, z-t^-jvyy-x/; ^ 3, 3-i?y*;W 

r~^y, 3, 3-i^5vi^r~^/ ftif#w feji 
[0021] me raiftxs:^rL-cv^rt«fcv«*r^ 

ysv, tr^y^y, tr^^y, ^y/, 

;v*yyftif) i*^*^*fc36s«^LfcS, i-ftt> 

fetfnj?;/^^ fc°^y *JSUA*$~A'^ 

rtJ:v^«r?y*^2R^Sj fcustta rg&gj 
tttit (i) c^ta^s («, y* 

/K ^Aftif) , (2) C 7 . 16 77/^/VS («, ^ 
y^Aftif) , (3) ^ hng£lft^L2»ffLT^ 

TfcJ;^c 6 _ 14 7 y— ywS (#k 7is^, i-y^te 
if) , (4) ^ny>^$tvcv>-c*><fc^ c 6 . 14 ry 

ivw^^/vs^ij turn «9*.tftroy 
vV^A-tf^/K tf^y sv#a#-/k u-y*A- 
t v< j ) ( 4 - y »=yi/tr-< y s?y ) 

^/i/7j?n/K (4-^v^/vtr^y s*y) ^atK-zk 
(4-^yyW/vtf^y v^y) [4- (4 

-^i^f-n^v-z-oio tr^y^y] #a#~a\ (4 

-y^Afc^^y) %;i>tfs=.;]s > {4-7 zl^jvm 0 ^ 
yi?y) HA^«^J^ % [4- (4-~ Fn7x^) 
•^vV] (4-^^/utf^9i^/) # 

A*fc±/K ^e;^ y y f-^^e/w* y y 



#~Aftifj&S*tf £>*l5 0 

[0022] me rg&g^LT^r^Jci/^^y^ 
^A-tf-ASj *5j;tf r@ftg&;f L-t^^'r 1 ^>,i;^7 
*y;*/^';fcr:/^^j rg&gj turn, «*. 

tfC^A^AS (flk *f7K ^Aftif) ftifj&S 

e>*x£ 0 r«jfcssr#tr^Tt><tv>T5y^* 

y*A7^y*^#/v#~A\ ^yfvi^^y^^A- 
#~Aftifas*tf&jh,a 0 rg&g^L-o^J:^ 
r^y^^^Sj iriytf*. «*.tf7sy 
/k ^t^rs;^*-^ v>y ^ y ^a-^ 

[0023] «te rg&S£#LT^-ct>J:v^ 6 _ 14 7 
y — axa*^^ s y j K&tts rg&gj ^lt 

Hi, «*.« (1) AnyyK 7**. H 

3!>*ftif) , (2) c^r^^i («, y*- 

;K a^ftif) , (3) C w 7^3*^««|, yh 
^V, 3ih*S/ftif) , (4) C^eT/^/U-^/WsR 

^vr^i r-fe^r^yftif) > (5) 

^SSrlftV^t2^@WUTV^T 1 bJ;V^C 6 . 14 r y-/ws 
(«, 7x^;K ^7*/Pftif) ftif*s#»f6ix«. 

t ^ y j fcLrtt, Wl^tf^^^/u^^^/ur^y, 

(4-^f;V7x^) ^^n/^T^y, 
U7x^) ^/VTft^/WrS y, (2, 5-^PP7 
3in/l/) ^yv^n^r^ A (4-y h^^>7 ^^-/W) 
^^7^;, (4-r-fe*/UT ;/7x^) X 
/^-/vr^y, (4-^ Fn7x-;v) 7x^/1^ 
*x/l/T ^ y ft if *SipJf fcixs 0 

[0 0 2 4] r Merits rg^gj (i;, ff*u<tt, 

n ¥ >fc § v ^x t> J: v > c yv-^r ;^£, ^n^y 
^fc*i^TV^Tt)J:v^c 1 ^ 6 T/^3^^s, T^yS, * 

y - c^ 6 t^^t ^/S, ^-c^r/n^/ur ^ y 
5ft^L7MS^r^ys, c^r^/u-jtr/u 
tf^A-r^: y^. c^eT/v^M/v^x^r^yS, 

s^sf/u^ * y - c 1 _ 6 T/w*/i'-#/w^^/ixg N 
tf—fr&s 7i^w^v7^ y gftif-efo£ 0 

[0 0 2 5] R^^^tt^ rjHfeXSr^rUTV^tJ: 

v<k $ ftt v >r t J: v > c M r /w^k ^o^ftift 

t Kn^^P>aatLSg*SS:lft^L3fli^rLTV^ 

rt>J:v^c 7 _ 16 T?/v^S (»*L<tt^<^/i/) ft 
[0026] R'r^^ns rre/^Sj tim « 

^Ltf, S; : -(C = 0)-R 4a , -(C = 0)-0R 4a , - 
(C = 0) -NR 4a R 4b , -S0 2 -R 4f \ -SO-R 
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4e \ -(C = S)-OR 4a -(C = S)NR 4a R 4b 

Kt, R 4a &J;tfR 4b l«;h^ti (i) (i 

i) ttlftS4r*LTV^-Ct>J:^Kft7K*S*fctt (iii) 
E^S^LT^rt>J:v>^aS^-r^i\ R 4a £R 

tt, S: : -(C = 0)-R 4a £fcJS - (C = 0) — N R 

4a R 4b *B#ttittEtis*«4r*r] -c*sn 

5Ti//vSr*5o R 4a £fcteR 4b ^£;ft3 rg&£ 

tfffl^&itSo *fc, R 4a £fcf*R 4b ^$ft£ r 



»«r#U-CV^Tt>J:v««iJ iim MIER 1 -? 

[0 0 2 7] R 4a £R 4b <tT7lM£ft3 W«U£fr*L 
<t tWKWR^^ fe» tf 3 n J® =f- £ 1 ft ^ 1 3 

^FLTV>Tt><i;^5ftV^9M (#* U< 5 U 7 
[ft2 3] 



-O. -O. - 



N NH — N 0 

\ I \ / 



-O 



[0 0 2 8] K r«3U6fc#i/cvvrt>J;i,^££«* 

ssj ^*5»ts rg&gj itm sWBBSi-c^ax 
#jxjfifti^L5f@, #*u<«:iftv^L3ffl-e*5« 

R 4a *5j;tfR 4b te, ff*L<& (i) *»JK^ (i 
i) /Nnyy{fcSixTV v rt>J:V*C 1 ^TA'*yK (ii 
i) C x ^TA'*ft'# <fc C M T =» * M&tl 5 

g&g£ i l 3fi*r LT^r t <fcv^ 6 _ 14 T y — /u 

(#J N ^n^ftif) , (iii) C 7 . 16 T7/V^ 

(«L if) , (iv) 5*/cH6M«^S 

(R try^/u, f-^^/K ^yywft^f) ft^-cfc5 0 
±!BR 1 -c^$tL5 rr^/wSj ft> #*L<«, 

tf^/nti?) , c 6 _ 14 r («, ^<y 

ft if) ft^-efes 0 

[0 0 2 9] R l tt, »*L<tt, (l) *iifJ®i\ 

(2) /Nn^^bsn-rv^rtcfcv^c^sT^/K 

(3) ^nyyif, ^nyy{b£*vovTt> 
i-cT/u */k o y y ffc $ ft r v * r t J: ^ c i-eT/w a 

1 ft^L3f@WLrv^rt>i:v^c 7 _ 16 T7^^ 

S (0£L<te-<y^) , (4) /NPyvflsStLTV* 



-O o 

rt Ji!v^c 1 _ 6 r^dp7^» , ^#^K (5) c 6 _ 14 r 
y-^-^/v^^ft^fes 0 r 1 « > se>jc#*u 

x _ 6 r ^oy b * v >r t> i v ^ c /u = 

£ (#*b<tt-<^/u) ft^-efe^o 
[0 0 3 0] sjEa 

[fl22 4] 




3, Kn-2H- 1 — <>^^\fy> ; 2, 

3-i^t Kn-1H — f y ; 1,2,3,4-fh 

7t Kn^7!)y; Kn-1H— f V-fy 

K— ; l,2,3,4-fh7t Ko-Y y^y y ^ ; 2, 

3 t 4,5-fh7t Kn-1H-1 -^^XTifh 0 ^ 
2,3,4,5-rh7t Kn-lH-2-^O-XT^tf 
V, 2,3 1 4,5-fh7t Kn-lH-3-^yXr 
iftfV-^V^XTif try ; 1,2,3,4, 5, 6 

ft Kn-i-^yxr/i/y, 1,2,3,4,5,6- 
^MJ-t Kn-2— <yxr^y, 1,2,3,4,5, 
Kn- 3 -^yxr^-yyftif^^yxr 

; 2,3, 4, 5, 6, 7 -^^r-y-b Kp-IH-1 

-^yxr/^y, 2,3,4,5, 6,7-^-y-tKa 
— 1 h— 2 -^yxr/^y, 2,3,4,5,6,7-^ 

#fbKo-lH-3 — iyXr^y, 2,3,4,5, 
6, 7-^^-y-t Kn- 1 H-4-^yXT s /^yftif 

co^yxrv— y ; 2, 3—yt Ko^yx**ty- 
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H-^<yX/f ^ yy-yu§o^y^v ^; ; 3, 
kb-ih-2, 1-' <yxt^t^v, 3, 

4-v^fc Kn-lH-2, 3, 
4-ytKn-2H-l, 2-^X*Wy, 3, 
4 — i/fc Kb - 2H- 1 , 3, 
4-t*fc KB-2H-1, 3-^yX^-^i^i?y, 3, 
4-v>t Kn-2H-3, 1 -^VX^lJ-^y^CD^ 
>-X^"^^^;3, 4-v^fc Kn-lH-2, 1 -- < 
l/*/?-T&>s 3, 4-i^fc Kb- 1H-2, 3 -'O' 
/fT^y, 3, 4-^fc KB-2H- 1, 2-^yy 
fTv^y, 3, 4-^tKP-2H-l, 4-^<y^ 
T^X, 3, 4-^tKB-2H-l, 3-^O^/xT 
3, 4-v^fc KP-2H-3, 1 -^y/f/v 5 
l/^ay^yVTTW ; 1, 2, 3, 4-fh7tKn 

v^y; y 1, 2, 3, 4-rh7tKn7^r^ 

V, 1, 2, 3, 4-fh7tKn^t % /!)y> 1, 

2, 3, 4 - f h 7 1 Ko W !) y^yy^r 

&>;3, 4-^fcKn-l, 2 -^Xtf-^MJ-^-f 
>\ 3, 4-^Kd-2, l-^yX**fWy, 

2, 3-ytKB-l, 4 -^yxt^rf f V, 1, 
4-^fcKB-2, 3-^yXtWf^y, 4H- 

1, 3-^yx^*^f-f->r^> 4H-3, 1 -<yxt 

^•©'O'Xd-^*^ V ; 3, 4-^fc Kn 
-1, 2-^V^/^^ri/^ 2, K»-l, 
4-^<y^**5/^ 1, 4-v ? tKB-2, 3 

4H-1, 3-'<> % S*Stt'Z/y9<D 

^y7^vy ; 3, 4-^tKp-i, 2-^yX 

2, 3-^tKn-l, 4-^yXv?f^f 
1, 4-v ? tKn-2, 3-^yXmy, 4H 

-1,3 -'O-Xs^r-f yflso^yx^w y ; 2 , 

3, 4, 5-r Yy fc Kb- l, 2-^yXt^rtft d 
>\ 2, 3, 4, 5 -x h7t Kb - 1 , 3 -^<^X^- 
3MH?fcT>\ 2, 3, 4, 5-fh7t Kb- 1, 4- 
^yXt^rtf^y, 2, 3, 4, 5-7h7t KB- 

1, S-^yX^iH?*?^ 1, 3, 4, 5-rh7 
t K b — 2 , 1 — <VX;*-3riH£bV, 1, 3, 4, 5 
-7F7tKo-2, 3-- <>'X;a-*iH?lf>\ 1, 

3, 4, 5-7h7t Kn-2, 4 -^VX^iHf fc° 
V, 1, 2, 4, 5-7h7tKo-3, 1 --<yXt 
*iH?lf^ 1, 2, 4, 5-7h7tKn-3, 2- 
^yX^IHffc?^ 1, 2, 3, 5-7F7t Kb- 

4, 1 -^yXt^f^ f^^O^^X^-^r*^-^^^ ; 

2, 3, 4, 5-7h7tKo-l, 2-^^/xTif 

2, 3, 4, 5-' T h7t Kb-1, 4 -^y/ 
xTifbV, 2, 3, 4, 5-7f7t Kn - 1, 5- 
^^/xTifbV, 1, 3, 4, 5-7F7t Kb- 
2, 1 -^<V>^T-tff>\ 1, 3, 4, 5-7h7t 
Kb-2, 4-^^^Tif e 0 ^, 1, 2, 4, 5-x 



h7t Kp-3, 1 -^yy^Tif bV, 1, 2, 4, 
5-7h7t Kn-3, 2-'<i'>^Ti?tf>\ 1, 

2, 3, 5-7h7t Kb-4, tfy 
^O^^/xTif fc'y ; 2, 3, 4, 5-7h7tKn 
- 1 H- 1 , 2— ^WxTifbV, 2, 3, 4, 5- 
7h7t Kb- 1H-1, 2, 

3, 4, 5-r h7t Kb-IH-1, 4-^y/v?r 
ifb 0 ^, 2, 3, 4, 5-7h7t Kb-IH-1, 5 
-^^/^TlfbV, 2, 3, 4, 5-7h7t Kb- 
1H-2, 3-^yy^7ftV, 2, 3, 4, 5 -y 1 

F7t Ka-iH-2, 4-^y/^rffy^y 

V*JT*i t*y ; 4, 5-i^tKn-l, 3-^O-y^ 
3MrtfV, 4, 5-v>tKB-3H-l, 2-^y^ 

^■fetry, 2, 3-^tKp-5H-i, 4-^yy 

3, 4-v>fc KB-2H-1, 5 
tf>\ 4, 5-v>b Kb-IH-2, 3 
^i^^-irbV, 1, Kn-2, 4— <W 

^^rirfc'^CO^^^/v^^-tt 0 ^ ; 4, 5 — S?fc K 
n-lH-2, 1, Kn 

-2, 4-^>->^x^b 0 >\ 3, 4-v ? kKn-2H 
-1, 5 -^yVi/^^y^ 2, 3-^t Kn-5H 

-1, A-^yvy^^yfy^cD^yyy^yfi/, 

3, 4, 5, 6-7h7t KB-2H-1, 5-^O-X 

3, 4, 5, 6-7h7tKo-2H- 
1 , 6 -^XttW 9 s*sqin^sXit'* J $'*/*y> ; 
3, 4, 5, 6-7h7t KB-2H-1, 5 -<< s y/ 
fT^^y, 3, 4, 5, 6-7h7t Kn-2H- 

1, e-^yy^ry^y^cD^y^/^ry-yy ; 1, 

2, 3, 4, 5, 6-^ttKn-l, 6 — <y*/*J 

ry^yf^y^ry^y ; 2, 3, 4, 5-7F 

7 t Kb - 1 , 6 -^yXttVtt-yyVO^yX* 

2 p 3, 4, 5-X h^t Kb-1, 6 
-^yyy**V*yy^<D^yy*sjr*Vi/y \ 1, 

3, b-'O*/ hy^dr-fet 0 ^ 5H-1, 3, 4 — * 

h yt^tt'y^yy h y t^tt'y ; 3, 4 
-v>t: Kb-ih-5, 2, 1 -^yx^f-xTift 0 

3, 4-^tKn-2H-5, 1, 2 -^^X;^ 
f-^Tift 9 ^ 4, S-v^tKB-3, 1, 4-^^X 
^^T^i^y, 4, Kn-3H-1, 2, 

5 — <VX^^i^^T^t: o ^C0^<^X^^-9-^r^t o 
^;2, 3, 4, 5-7h7tFD-l, 3, 4 — <V 
X^^^T^tf^O^^X^f-^T^tfV ; 2, 

3, 4, 5-x h7t Kb-1, 3, 5-^yXfTv^ 
r-^tf^^^O-XxTv^T^b 0 ^ ; 2, 3, 4, 5- 
T h9 t Kb- l H- l , 2, 5-^yyMJTf fy 
^O^O-y h y Tif £V ; 4, 5-^bKB-l, 3, 

2-^^^^^-f-x^t°V, 4, 5-i^tKB-lH- 

2, 3— ^yXt^tfxtfy, 3, 4-v>fcKB-2 
H-l, 5-^VX^^rf-x^b , ^ > 4, 

-3H-1, 2-^<^X^^-^^^t 0 ^, 4, 5-v^b 
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« 



« 



Kn-3H-2, l-'OXjrWf'^Vy, 2, 3- 
v?tKn-5H-l, 4-^<vX^-^rf-^t p y > 2, 
3-^kKn-5H-4, 1 -^yX^i*-^ t'i/jfc 

if© 2 gaag^y-tf fc**!^* i ur 

■Ct5SdS*tfbtl«, ft**"?*, 2,3,4,5-fh 
7fc Kn-lH-3— ^^XT-^try, 2,3,4,5- 
r h^fc 2,3-v 1 

o — 1,4 -^yxt^ffify/j: 2 g^flg-g^v 

[0 0 3 1] r^#g (#*L<tt^v*>'«) irg& 

s t r ^ -c t> J: v <s&&&&m t tm&T z> m&i 

[ft 2 5] 



Ic, gifts*, »*lR^»<tW««JR^d»e>atftt5^ 
T n Jg*£ 1 ftV^ L 3 fi^ff LT^T 1> J: V * 5 ftV* L 9 

*y:/, WiifT&^o B'itvT^w 

i>*yg"C£ e>^a*5jiTv^t<kv^5*i/^L9fi 

ft^L3ffl, »*L<ttl«^L2ffl-e&So 
[0 0 3 2] (#4 U< tt^^^JI) £B 

[flS2 6] 



CO 



00 




GO 



N 



"'-"CO 





-OO 




[0 0 3 3] ±|B (2) iCglU (ftSLO*'* 
y^^S) ^:HiftSS^#Lrv^rt<tv^2SS;**S^ 






tra-*fcl«45 2iO»* (III, ^4<tt> 
Hb2 8] 
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[0034] c«*fcttD»-eij*£jh,a m&&ZGL 

rv^rfcj:v^*«j turn mmsmtLxm^L 

tt, 5«v^L9JU»H|#J:V5ftvU9jlK*ai#4l 

tfbfts 0 r^-e, r5ft^L9**saj turn 

igW**r 1 4^L3ffl^LTV*Tfc±l*5ftt*L9AH 
*/—jV y 77^ ^*-:7 * S?t Kntf!)^ S*T 

ftv, ^infe'v, tfnys?:/, tf-*ps?>\ ^ 
fbti^o rs*v*L9flfi«li«j t ttit ^J^fl^y 

f>4x£o r5ftV^U9JWlJ tt, #*L<tt5ttV*L7 

v\ cai*fcttDai-e»shs rtt&g^LTwtk 

«fcV>5«V>L9MSj fc*5ltS rg&£j fcUTtt, Ml 

[0 0 3 5] WES; 

M52 9] 




Kt* #E#tt«iEtra««Sr*i-) -castas© 

*#*JfcU"Ctt, /k 1, 2, 3, 4, 4 

a, 9a-^f fc Kd^/WV/^/K 9, 10-^b 

Kar^y^y, 1, 2, 3, 4-fh7tKor^y 

v^y, 10, ll-i?bKP-5H-^X (b, 
f) 7f ^ 5, 6, 7, 12-fh5tKn^y 
X Cb, g] T*Si/> % 6, ll-S?tKn-5H-y 
^yX Cb, e) Tiftf^ 6, 7-i^hKn-5H- 
^yX(c, e) Tiftf^ 5, 6, 11, 12-r 
h7t Kn^yX Cb, f ) TVi/v* V^vy 

y N 9H-**>"^:<\ 10, n-i?tKn*J 

[b, f) mt 4 ^ 6, ll-^t Kn^yX 
(b, e] **-fctT>\ 6, 7-^tKo-5H-^ 

yX [b, g] ^-^yiyv, ^W^y^i/, 9H 
-ft^fyry, 10, n-^tKo^ v,i 

Cb, f] ^ try, 6, Kov 
[b, e) fxlfy, 6, 7 - v*fc Kn - 5 H- v 



S S [b, g) ftyy, i0H-7x;f7v J y, 10 

H-^m/arU-v^ 5, 10-i?fcKo7*ti?y> 
10, 11-^y/ [b, f] Cl, 4] ^Tift 0 

io, n-^t Ko^yX (b, f] Cl, 

4] tf-*iJ"gfcry, 2, 3, 5, 6, 11, 11a — 
*cVK Kn- 1 H-bfnn C2, 1-b] [3] ^<yX 
r-tftv, 10, ll-v^tKn-SH-^y/ 

Cb, e] Cl, 4] i?r-t?tr>\ 5, 
^yx (b, e] Cl, 4] *-3MH?tr>\ 5, 11 
-i^tKn^y/ (b, f) Cl, 4) ^Tiffy, 
10, 1 1 -i^fc Kn-SH-^y^ [b, e) 

Cl, 4] v^/f t°y, 1, 2, 3, 3a, 8, 8a- 
^ftFntfpn [2, 3-b) 4 XO 3 

va*d> fe tK^IS^ £ 1 <BBfc* L "C t? S S 

[0 0 3 6] ttEA 
[ft3 0] 




IWJi:lTlt 1H, 3H-t7h [1, 8-cd) 
[1, 2] 2h¥iK^ t7f Cl, 8-de] -1, 
3-***tf-^>\ h Cl, 8-de) -1, 2—t 
*Vr 9 JV^ 1, 2, 2 a, 3, 4, 5— K*'* 
yX (cd) >fyK-/K 2, 3, 3a, 4, 5, 6- 
—^iffc Kn- lH-^O-y (de) ^/Py, 4H- 
fc'DP [3, 2, 1-i j) 3r/yv % 1, 2, 5, 6 
-fh7t KP-4H-t°PP (3, 2, 1- i j ] * 
;yy, 5, 6 -S^fc Kn-4H-fcTnn [3, 2, 1 

-i j) ^r;!)y> ih, 5H-^yy [i j] 

TiftV [3, 2, 1-hi) V K—A\ 1, 
2, 4, 5, 6, KnTftV [3, 2, 

1-hi) >-K-A\ lH-t°y K (3, 2, 1 - j 

k) Ci) ^yxrf t°y, 5, 6, 7, 8-fF7t 

Ka-lH-^U K (3, 2, 1-jk) [1) ^yX 
T-fcfeV. 1, 2, 5, 6, 7, 8-^**fcKo-l 

H-t°yKC3, 2, i-jk) CD ^yxrft° 

>\ 2, 3-v>fc KP-lH-^yX Cd e) -fy^r/ 
IJy, 1, 2, 3, 4, 4a, 5, 6, 7-*^tK 
nt7F [1, 8-bc) Tiffc 0 ^ 2, 3, 5, 
6, 7, 8— KP-lH-t a D K [3, 2, 1 

-j k) CD -<yxrf t 4 y 3 i^i^yf 

So 

[0 0 3 7] WIBS: 

Hk3i] 
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♦ 




M:WmkLX\^ 1, 2, 3, 5, 6, 

u^yy [1, 2-b : 4, 5-b' ) ^fcTn-;K 

1, 2, 3, 5, 6, 7-^3rU-t Kp */?u<<y h 

[f] ^^K-^^^^sS^^y^^S^^TK^ 

[oo38] ifrie^: 

[ft 3 2] 





*yg^£b^g&£;ftTv^Tk^5#^L9M<^ 

[ft3 4] 



1, 2, 3, 6, 7, 
n^o^yh Ce] ^ y K-;K 2, 3, 4, 7, 
8, [f] *J 

9 >tm<o 3 «Sai^^<^«35^&*»JK-T-«r l « 
[0 0 3 9] r^§g| (»*L<«-<^yS) i*SK 

fcfiS45 2i^S (fib, *4<tt>-*©i#» 

[ft3 3] 





(5tfU #E*ttOWBtlPI«*ISr*'r) -0***16*4 

[ft3 5] 




*3ttt 




[0 0 4 0] ±E (3) KMU ^*3t (#*L<tt^< 
[ft3 6] 






19MJ kl,XYZ, SfrEC»*fcttDS^ L-CWI^U 

fc rg&g£;£LT^T^<^5£^L9M#J #«if 

E>tta 0 

[0 04 1] r^s« (#*u<tt'<v*^«) 

©»*U^i LTtt, (i) 5fc 
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[ft 3 7] 







can, i-tfcwtot, **ya-t?sb^ii 



i) 7;^7yry, T-fey^vhy u>\ 

^-y^iry, ywrfy, "<vy [a] rxh7 

■fey, 4 [1, 2 -a] <07*>, *S#v<># 

[a] 7xtyhi/y x try K [i" , 2* : 1, 2] 

J^yy [4, 5-b] */3MJ-y>\ lH-2-t^r 
f-fcTu^ *t°u [tv<y i^-4. 9' -^fy7 
y] 4^ad^**JB^«:lfil»*Lr-CtSS, *5 
«fct/me>«)^t Kofls fF7t Kn#, ^ *f*t K 

S 0 E'X* F'SSfeflG'a-C^Sixa r**y£-? 
3 bfcMft£jh/C^Tfc ±1^ 5 ftv* L 9 M^SSa* 

Xj itm itoEB'XfcL-CWSLfc r**y£-e 

Xj asWffcftS. 
[0 0 4 2] ±|E5£ 

[ft 3 8] 




AftfifHt urn, 2H-- <y>f^Kn [2,1-e] :/y 

V, lH-^7/n [4*, 3' : 3, 4] try K [2, 
1-a] >fy^yK-;>, lH-tf!)K (2', 3': 
4, 5) -f^yy [2, 1-a] ^^M, 2H, 
6H-try K (1\ 2' : 3, 4] * ^ [5, 1- 

a] ^v^yMK iH-^y/yKo [2,1 -a) 

siyXJ lH-try K (3\ 4' : 4, 

5] t°nn (2, 1 -a) >f y-fVK— A% 2H-try K 
[4\ 3' : 4, 5] t°DP [2, 1-a] 

IH-^y^^Ko (2,1-a) >fyK^, 2H 

-- fy^Kn [1,2 -a] ^ y>f y k-;k 1 h--> 

^p^V* [4, 5] try ^ K C2, 1-a] -f y*< V K 
-/V, 2H, 4H-tT9y [4*, 3' : 4, 5] [1, 
3] (2,3-a) >fy>fyK-^, 2H-^ 




y^VKn C2, 1-a] [3, 1] ^yXt^rt^y, 
7H-^y^yKn [1,2-b] [1,3] ^yxt^e 
•y-^V, 2H-t°y K (2\ 1' : 3, 4] Vy*Jj 

[2, i-a] ^y^yK-;v, try K [2', 3' : 4, 
5] ify ^ k [2, i -a] -fy-fyK^v, try k 

[3\ 2' : 5, 6] try ^ K [2,1 -a) ^y^VK 

-/p, ih— try k [l', 2' : 3, 4] try ^ k 
[2, i-a] ^y^yK-;>, ^y-f y K* [2, 1- 
a] ^yy, ^y^rvKn [2,1-a] *y*f-y 
y, ^y-f^Kn [1,2-a] ^y^r/!)y, -ry^y 
Ku [2, i-b] ^y^yyy, ^y^^Kn [2,1 

-a] =3r;yy, 6H-*Wy [3', 4' : 3, 
4] [1, 4] ^TiftV [2,1 -a] 4 y^fy K— 
T-tftry [2*, 1' : 3, 4] fc°7vV [2, 1- 

a] ^y^yK-;v, 2H, 6H-try k (2\ i" : 

3,4] [1,4] v>T1?tV [2, 1-a) ^ V<< y K 
— lH-^y>fyKo (1,2-b) [1,3,4] 
y^MJTf tfy, 2H — fy-fvKn [2,1-a] 

[1,3,4] ^<y/ b y r-tftry, >fy-fyKn [2, 
l-d) [1, 4) ^yX^iH^tfy, iH-Yy^y 

Ka [2,1-b] [2, 4) ^O-y^T-^tr^, 1 H- 
^y-fVKn (2,1-c) [2, 3) 'OV&T'H tT 
y, 2H — fy-fyKn [1,2-a) (2,4) ^<y/ 
^TiffV, 2H — <y^>-Kn [2, l-d) [1, 

4) ^y/^rffy, 5H->fyKo [2,i-b] 
(3) ^yxrfey, 2H-^y^yKa [1,2- 

a) (2) tV, 2H—f y-f^Kn [1,2 

-b) [3) ^yxrffy, 2H-- fy^yKn [2, 
i-b) [2) ^yxrft'y, 2H — ry^^Kn 

[1,2-b] (1,3,4) ^y/t^rf^7 y*», ^ 

y-fyKo (2,1-b) (1,2,6) ^<yy hyry^ 

V, 5H-4, 8-y ^/-1H- (1,5) *?TW9 
*Wf*sJ [1, 1 1-a) -Y^K—^fc if ©4X3*1 

^^^X^^Tk^S^* 1 fll&fe iyce# sxa** 

[0 04 3] 
[ft3 9] 
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? 





*#«&UCWt* 1H, 4H-t'nn [3', 2' : 4, 
5] b°nn [3,2,1 -ij] *y V >\ fcTn p [3,2, 
1 — jk] #/W^/-/l/ f 1H-7P [2', 3' : 4, 
5] t°nn [3,2,1-ij) D 1 H, 4H-iy 
^p^V* [4,5] fcTnn (1,2,3-de) 

1H, 4H-^P^ [4,5) fcTnn [3, 
2, 1 -ij) *S !J If U K (3\ 4' : 4, 5) n 
D [1,2, 3 -de) ^yXtW^y, [1,4) ^^r 

(2,3,4-jk) #/W<;A- /U, 1H, 3H- 

[1.3) [5,4,3-jk] 

tf!J K [3' f 4' : 4, 5) e°nn [1, 2, 3 -de) 
[1, 4) 'O'S/^T^V, 4H-tfPP [3,2,1-d 
e) ^cn^y* y v?^, 4H, 5H-tfyK [3,2,1 
-de) y*-r^xVi?y, 1H, 4H-3a, 6a-i^T 
if^/^nr^f 1 ^, 1 -:tf-3MJ-- 4, 6a-i^T1f 

4-;t*iJ"-2, 1 Ob-S^TlF^/i'tf- 
l-f'T-^ 6a-^rf7;^nry 
fV, lH-t°7^/ [3,2,1-jk) D/V/^S— /V, 
IHW^Kp [3, 2, 1-de) [1,5) 1-77$ *J 
V, [b) t°7 7 (2,3,4-hi) >* K y ^ 

^, 1H, 3H-^/ [b) "dy J [3, 4, 5 -hi) 
jyFVVy, 1H, 4H-f7/ [2', 3' : 4, 
5) t°PP [3,2,1-ij) ^/ U y, 1 H, 3H-^ 

y s / Cb) ^*-tr?y [3, 4, 5 -hi) Ky -^y, 

lH-t°y K [3,2,1-jk) /V, 4H-3 

1 lb-TifV^n^^ [jk) ^/V^U 
y, 2H-Ti?tfy [l' f 2' : 1,2) try^vV 

[4, 5-b) ^ V K-;U, 1H, 4H-^ha^ 

[4,5) t°nn [1,2, 3 -de) ^y^t!)y 5H 
-t°y K (3\ 4' : 4, 5) t°PP [1, 2, 3-ef) 

[1, 5) ^Xtf-^IHffcV, 4H-b 6 y K [3', 
4' : 4, 5) IfPP (3, 2, 1 - jk) [4,1) ^<y/ 
^Tiffc^, 5H-fc°y K [3', 4* : 4, 5) fcTon 

(1,2, 3-ef) [1, 5) ^V^T-tftry, 5H- 
t°y K (4*, 3' : 4, 5) t 6 nn (1, 2, 3-ef) 

(1, 5) -^/^Tif (1,2,4) Hyriffc 0 

y (6, 5, 4-jk) *;w^/-/i/, [1,2,4) hyr 

-feffcV (6,7,1-jk) #/W^/— /U, (1,2,5) b 

yr-tftfy (3,4,5-jk) #/w^/— /u, sh- 

(1.4) *-3MH?tfy [2,3,4-jk) $/WW- 
/>, 5H- (1,4) ?-Ti?fcV (2,3,4-jk) ;*7/V 
/^/-A, (1,4) v^TiftV (3,2,1-jk) 

/<y-/v t (1,4] s^riftfy (6,7,1-jk) 

/u, r-tftry (3,2,1-jk) %;w<y— /v, 1 

H-v^p;^* (4,5) fc^PP [1,2,3-de) * 



y^f-y^, lH-^n*** (4,5) tfPP (3, 

2, 1 -ij] *y y v4if©4«aag^^vs^6 
[0044] ±ihs: 

[ft4 0] 




*(*:«i:LTtt, 1H-- OK* (1,2-a) ^yX>f 
* yV-zV, lH-^yKn (1,2-b) 4 

t>PP [2*, 1' : 3, 4) fcf^y [1,2-a] 
^yK^/V, 1H, 5H-tfop [1\ 2': 4, 5) 

yfyVj [1,2-a) -fyK-;v, 2H-ey k 

(2\ 3' : 3, 4) t'nn (1, 2 -a) ^ y 
lH-fcTnn [2', 3* : 3,4) tf U K [1,2-a] 

-Y^K— A', lH-fyKo [1,2 -a) y K-;v, 

6H-^y^VKn [2,1 -a) V K— /V, 6H — T 
yKo (1,2-c) [1, 3) ^^X^MMf-^y, 1H 
-^VK* [1,2-b] [1, 2] 'OV'?TW % fcT 
5 5 K (4\ 5' : 4, 5) b°y ^ K (1, 6 -a) -f V 
K— As bf^^y (2 f , 3' : 3, 4) t°y K [l, 2- 
a] >fyK^, 6H-tf!IK(r, 2' :3,4)fc*y 
S K ( 1 , 6 -a) ^y >f > Kp [1,2-b] 

yyyy, ^>-Kp [1,2-a) ^rt/yy, -t^kp 

(1, 2-c) ^r^/y yyKn (2, 1-b) 
y^ f >f^Kp (1,2-a) y, -T>-Kp 

(1,2-a] (1,8] ^^-y^y, /fypp (1,2 

-b) -2, 6-^y^y ^V, -T^Kp (1,2-b) 

[2, 7) -^^ys^, yyKo (1, 2-h) -1,7 
-^fy^yy, ^Kp (1,2-b) -ry^-yy:/, 
^yKn (2, 1 -a) ^y^/!)y -ok* (1,2 

-a) ^/!)y 2H, 6H-t°y K (2\ 1' : 3, 

4) (1,4) ^r-tftv (1,2-a) y y k-^, i 

H-^Kp (2,1-c) (1, 4) sOWTH t° 
V, 2H-^yKP (1,2-d) [1, 4) +if*/&T 
•tftfV, 2H-yyKn (2, 1-a) [2,3]^^/ 
i^T^e 0 ^, 2H-yyKn [2, 1-b) (1,3)^ 

yyitynvy, ih — fyKo [1,2-b) (2) ^< 
yxrft'y, 2H-^vkp [1,2 -a) (1) 

XTiftfV, 2H->fVKn (2, 1-a) (2) ^yX 
rift: 0 ^, >f ^ Kp [1, 2-e) (1,5) ^ 
Vi/> y yypp (2, 1-b) (3) s<l> 
¥<D 4 g^^V^ S: 1 <mk=& LT 

[0 0 4 5] ±B5S 
[ft4l] 
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jyfrWiLTI*, lH-^^y (1\ 2' : 1,2] 
lf!)K (3,4-b) >fyK-^, IH-J^PV 

(1\ 2' : 1. 6) try K (4, 3-b] ^fyK-/K 
1H-^^/ [1\ 5' : 1, 2] try K [3, 4- 
b) -f^K— ^ lH-^fS^/ (1\ 5' : 1,6] tT 
y K [4, 3-b] >f^K-/K lH-fUK (2', 
1' : 2,3] (4,5-b] >fy K-As >f ^ ¥ 

V (4,5-a) %/W<y— ;V, 4*?*/ (4,5-c) # 
/W<*/— [3,4-c] i3JVs<V— fr, 2H 

[1\ 2' : 1, 5] fcTnn [2, 3-b] >f 
yK-/V, 1 H-tTon (l\ 2* : 1, 2] try ^ K 

[4,5-b] >fyK-;V, lH—O-Ky^/ [6,7 
-b] -fVK— A% lH-^yKU^ [8,7-b] 

y K— /p, >fyKp [2, 3-b] ^ y K-;v, ^vKp 

(3,2-b) -fyK-;V, t°nn [2,3-a] 1iA»<9 
—;V, t'na [2, 3-b] fJtVs^J— JV, t°nn [2, 
3-c] jj;W<*S— ju, h°nn [3, 2 -a] fstV/^J— 
/V, t°nu [3,2-b] #/W*;/— /V, t°nn [3,2 
-c] XAs/^J— JV, fc°PP [3, 4 -a] fMrAV— 

t°PP [3,4-b] iMV/^S— ;U, t°nn [3,4 
-c] U;W*V— ;V, 1H-Ify K [3*, 4* : 4, 5] 
7p [3,2-b] ^V-K-^, 1H-7P [3,4-a] 
j];W^J—jV 9 1H-7P [3,4-b] ;(7/W*;/— }V y 
1H-7D [3,4-c] #JW<:/— /V, 2H-7P 

[2,3-a] /U t 2H-7P [2, 3-c] # 

;W<y— /U, 2H-7P [3, 2 -a] lJA"*9— /U, 2 
H-7P [3,2-c] %/W<yf<-> ;U, lH-tl K 

[3', 4' : 4, 5] ^/ [2, 3-b] y K-;K 
^y [3', 2' : 5, 6] *f-*\*yj [4, 3-b] 4 
>-K-/V, ^y [3', 4' : 5,6] J [4, 

3-b] y 1H- [1] ^yV^J [2,3 

-b] ^ y 1H- [1] 'Oi/^ny [3,2- 

b] ^ y lH-fxy [3,4-a] 

/V, 2H-fxy [2, 3-b] #>W<3/— /I/, 2H-f 
^y [3,2-a] $;W^/— 2H-fx; [3,2 
-b] %JV/<V'—A' t i/?v<y# [4,5] fPP 

[2,3-f] ^y^tyy, [5,6] tr 

y k [2, 3-b] -r vk-/k try k (2', 3' : 3, 

4] v^n^y* (1,2-b) ^ y fli K 

[2*, 3' : 4, 5] S/^n^y* [1,2-b] >fyK 
-/h try K C3', 4': 3, 4] isfu^yf [1,2 
-b) ^fyK-/K ^y K [3', 4* : 4, 5] i/^n^ 

[1,2-b] >fyK-;K try K [4', 3* : 4, 
5] S^n^y* [1,2-b] y K-/V, 1H-^ 
u^<y^ [5,6] tf^y [2, 3-b] y 1 



H-v^n^y* [5,6] ^*\?y/ [4, 3-b] -f 
y K-Zl', [a] */W<y— yW, v/^u^ 

y* [c] /U, -fyfy [1,2-b] ^yF 

— >K 'fyr; [2, i-b] -fyK-A', [1,2,4] 
hyr^y [4', 3' : 1, 2] fy k [3, 4-b] -y 
yK-;K 1,3,5-hyr^y [1', 2' :i,i) 
ify K [3,4-b] Y y K-;v, ih- (1,4) 
■y-^y [4', 3 J : 1,2] tfy k [3,4-b] ^yK 

-/U, 1H- [1,4] [4\ 3' : 1,6] 

try k [3, 4-b] ^yK-/K 4H- [i, 3] 

^•*yj [3\ 4' : 1,2] tfy K [3,4-b] >fyK 
— M YyKn [3,2-b] [1,4] ^yXW^ 
y, l f 3-:fr*lKV [6,5-b] 2 
H-tfy?K(2\ l':2,3] [1,3] ^7^V 
[5,6-b] YyK-/K 2H- [1,3] fTv 5 ; 

[3\ 2* : i, 2] try K [3, 4-b] ^yK-;i/, 

4H- [1, 3] ^TvV (3', 4' : 1, 2] tT V K 
[3,4-b) ^y^/K >fyKo [2,3-b] [1, 

4] ^y^fr^y, YyKo [3,2-b] [1,4] 

^yy^rs^y, ^yKn [3, 2-c] [2, 1) ^<y 

y^Tv^y, 1,4-^r^y [2,3-a] Djw^S— 

/u t [i,4] f-y&s [2, 3-by %/w<y-/u t 

[1,4] f7^/ [2, 3-c] jUVrtV—fls, 1,4- 
^TiV [3,2-b] /U f l,4-f7^; 

[3,2-c] %/W^/—A', lH-^fyKP (2,3- 

g] y^y^y, lH-^yKn [3,2-g] ^fy^ 
y, tr^y [i' f 2' : 1, 2] try k [3, 4-b] 
>fyK-^, t°7v?y [i' f 2' : 1,2] try k [4, 

3 - b) >f y K-/V, lH-t°yK[2\ 3': 5, 6] 
\?y*Jj [2,3-b] ^ y lH-t°yK 
[3', 2' : 5, 6] \fy vV [2,3-b] >fyK- 
lH-try K (3', 4* : 5, 6] tT9SV [2, 3 

-b] YyK-/K try k (i\ 2' : i, 2] try k 

[4, 5-b] ^fyK-/K try K [1', 2' : 1, 2] 

try 5 k [5, 4-b] ^fy k-a-, try k [2\ i* : 
2, 3] try ^ k (4, 5-b] -<y y-;v, try^K 

[1\ 2': 1,2] try K (3, 4 -b] 4 > H*-/K 
try 5 K (1', 2* : 1, 6] try K [3, 4-b) ^y 
try ^ K [5\ 4' : 5, 6] t°7y [2, 3- 
b) tfy^y [4', 5' : 5,6) ^^t 9 

7 7 [4,5-b] YyK^/v, lH-^yKP [3,2 

-c) e/y; y y, lH-^yKo (2,3-b) ^y^ 

f yy, lH-tryv^y [2,3-a] %?X>/^/<- )V, 1 
H-t^i^y (2,3-b) ^/W^y-/W, IH-tfyi^ 

y (2, 3-c) juww—A', iH-t 4 y^y (3, 

4-c) */W^y-/P, lH-lfy^y (4,5-b) 

lH-t°y^K (4,5-a) %;W^/— 
)V, lH-t'yU' [4,5-c] 1 H- 

fy ^ K [5, 4 -a) #/w<:A-/p f lH-try ^ K 

[ 5 , 4 -b] %/W<y—;l' i 1 H — 1° y ^ K (5,4- 
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c] $/W<yr-;l>, 7H-1, 4 -i^t^Vy (2\ 
3' : 5, 6] [1,2] [3, 4-b) >fVK 

-/V, 6H- (1,4) -O'^^^^y (2,3-b) 
y K"/V, 6H- (1,4) ^yVv^f/ (2,3- 



b) ^yK-A, 


1H- 


-^yKo 


(2, 3- 


-b) 


-1, 5- 




1 H- 


-fy Ko 


(2, 


3 - 


■b) 


Cl. 6) 


-j-^f-y ^y, 


1 H- 


"f y Kp 


(2, 


3- 


■b) 


(1.8) 


i-yf-y $*y, 


1 H- 


-fyKn 


(2, 


3- 


c) 


-1, 5- 




1 H- 


-fyKp 


(2, 


3 - 


■c) 


(1,6) 




1 H- 


•-f y Kn 


(2, 


3 - 


c) 


(1, 7) 


-j-^y s?y, 


1 H- 


■^yKp 


(2, 


3- 


c) 


(1,8) 


t7f y^y, 


1 H- 


•>ry Kn 


(3, 


2- 


•b) 


-1,5- 


•j-^y v>y, 


1 H- 




(3, 


2- 


•b) 


(1, 7) 


t7f y^yy, 


1 H- 


■>f y Kp 


(3, 


2- 


■b) 


(1,8) 


t7f y-yy, 


1 H- 


■>f y Kn 


(3, 


2- 


-c) 


CI, 8) 


^y^y^y, 


>fyKo (2, 3 


-a) 


*y y 


i^y, 



Kn (2,3-b) ^r/y^y, -fyKn (3, 2-a) * 

yy^y, ^yKn (3,2-b) *yy*yy, tr^y 

(4\ 3' : 5, 6) try K (3, 4 -b) 4 y K-/V, 
try K (4', 3' : 4, 5) tf9/ (3, 2 -b) -fy K 
-/V, try K (4', 3' : 5, 6) \Zy J (2, 3 -b) 
>f y K-A, tfy K (4', 3' : 5, 6) (3, 4 

-b) 4 y K~/K lH-^yKn (2,3-c) ^y^r 

yyy, lH-^yKn (3,2-c) -Yv^yyy, 1 
H-^yKn (2,3-c) ^;yy, IH-^yKn 
(3,2-c) ^r/yy, 1 H-try K (2, 3 -a) 

lH-fc 4 y K (2,3-b) %/W<y—;V, 1 
H-t°y K (2,3-c) lH-t°y K 

(3, 2-a) HWZ— /U, 1H — tfy p (3,2 — b) 
#/W^/— /V, lH-fc°y K (3,2-c) #/W^/— 
/K lH-try K (3, 4 -a) fJ/V/**/*-jV, lH-tT 

y k (3,4-b) */w^y— /w, 1 H-try k (3,4 

-c) ^/W<^-/u, 1 h — tr y K (4, 3 -a) %SW< 
1 H-try K (4, 3 -b) ^/W^y-yW, 1H 

-t°y k (4,3-c) */w^y— /u, lH-^-yKy 

y, lH-^yKyy, lH-t'77 (3\ 4' : 

5,6) tr^y (4,3-b) >fyK-/K (1) ^<y/ 
t°7/ (2,3-b) ^ y (1) -<yyt°7y 
(3,2-b) ^fyK-;K (1) ^yytr^y (3,4 
-b) ^ y K-^, (1) ^y^/t^y (4,3-b) >f 
y K-/v, (2) ^sWyj (4,3-b) -fyK- 

t°?y (2, 3 -a) jJ/W<y— ;v, fc'yy (2,3 
-b) %/W<y— /l>, t°7/ (2,3-c) %A"< % S— 
/V, fcf^y (3, 2-a) jj/w<*/*- ¥yj (3,2 
-c) #/W^/— /I/, (3, 4 -a) #/W^/— 

/K iH-*77^;y; (4,3-b) y k-/k 
(1) ^ymt e 7y (2,3-b) ^ y 
(1) ^^^7/ (3,2-b) y K-/v, 
(1) ^y^^-try/ (3,4-b) ^ y k-/k 
(1) ^y/fttf7; (4,3-b) >f y k-;v, 



(2) ^ymt^y (4,3-b) >fyK-^ ih 
— <yy (a) ijj\ss<)/< — /i/ f iH-^y/ (b) 

A, iH-^y/ (c) ^;w^-;v, [1,6, 

2) ^-^f-^T*tfeV (2', 3' : 1, 2) fc°y K (3, 
4-b) ^ y lH-TiftV [l\ 2' : 1, 

2) try k (3,4— b) y k-;k iH-tryK 

Cl\ 2' : 1,2) T-tftT/ (4, 5-b) y K~ 
2 H — t° y K ( 1 ' , 2' : 1, 2) TiftV (3,4 
-b) ^ y K-;v, lH-fcTUKO', 2' :5,6)* 

*-ttv (3,2-b) y K— /v, 1 H-try k 

(4\ 3' : 5, 6) ^-fetry (3, 2-b) <{ y K- 
2H-t°y K (2", 3' : 5, 6) rsMMrfcV (2, 
3-b) y K-/V, 2H-t°y K (2*. 3* : 5, 6) 
^irtV (3,2-b) ^fyHK 2H — try K 

[3\ 4* : 5, 6) ^^irt°y (3, 2-b) y K^ 
A, try K (2', 3' : 4, 5) v^n^X* (1, 2- 
b) ^yK-yv, try K [3', 2' : 3, 4) 
9 (1, 2-b) ^y k-/w, try K [3', 4' : 4, 
5) i/tv^y* (1,2-b) y k-;v, t°y k 

(3\ 4' : 5, 6) S/*n^X* (1, 2-b) -f y K 
-/W, 2H-t°^y (3\ 2' : 2,3) Tiftfy (4, 

5 -b) / y K-;v, ih-> fy Kn (3, 2-b) (1, 
5) ^yX^iHftfy, iH-^yKn (3,2-d) 

(1.2) ^yxm^tfy, iH-^yKn (2,3 
-c) [1,5) ^yyfrffy, (1,4) v^Tiftf 

y (2, 3 -a) jj/w**/— ;v, ^yKn (2,3-b) 

(1,5) ^yy^T-tffcry, ^yKo (2, 3-d) 

(1.3) ^yX^Tiffy, -fyKo (3,2-b) 

(1.4) ^yy^rfey, -fyKn (3,2-b) 

(1.5) ^yy^rft°y, ^yKu (3,2-d) 
(1,3) ^yX^Tiftry, ^ypa (3,2-d) 
(2,3) ^yxs^riffy, >fyKn (2,3-a) 

(3) ^yXTiftry, ^yKn (2,3-c) (1) 
yXTift°y t -YyKn (2, 3-d) (l) ^yXrf 
t°y, -fyKo (2, 3-d) (2) -<yxr€try, >r 
yKn (3,2-b) (1) -<yxr-ift 0 y, >fyKn 

(3,2-c) (1) ^yxr-tftfy, -fyKn (3,2 
-d) (1) ^yxrft'y, iH-^yKo (2,1- 
b) (3) ^yxr^try, ih- (i) ^yxt^t 
tv [5, 4-b) ^ y K-/v, ih- (2) ^yx^-^f 
-fetry (4,3-b) -fyK-vv, ih- (1) ^yyf 
^ify (4, 5-b) -fyK-/K ih- (1) ^yyf 
^tfy (5, 4-b) y ^yy (3,4) 
n^y^ (1,2-b) ^fyK^v, ^<y>^ (4,5) y 

^n^^ (1,2-b) >fyK— As ^y x / (5,6) 

i/tu^y? (1,2-b) ^fyp-A', ^y^/ (6, 

7) v^n^X* (1,2-b) ^fyMK >y^a^X 
^ (b) */W^-/V, 4H- (1,5) ^^ff*^/i/y 
(5*, 4' : 1, 6) tfy K (3,4-b) ^yK-;V f 

r/w [!', 2' : 1, 2) try k (3, 4-b) >ry 
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2, 6-^#/-2H-T-tfW [4,3-b] 
^yK-/K 3,7-^^/-3H-7fW (5,4- 
b) K [1', 2' : 1,8] T*/W 

[5, 4-b) try K (4\ 3* : 6, 7] 

**yw (2, 3-b) -rvK-/v, e°y k [4\ 

3' : 6, 7) [4, 3 -b] >f ^ K~As 1, 

[3, 4-b] -iVY—)^ 

2, 6-y*/-l H-T1?W (5, 4-b] V K~ 

/V, lH-b°U K [3', 4' : 5, 6] 
(1,2-b) >fyK^, 1, 4-:n*/;d-*y W 
[3, 4-b] -Y^K— A% ^7/ (3*, 4* :5,6] 

i/^naj-** (1, 2-b] -YVK— /W, lH--fVKD 

[2,3-c] [1,2,5,6] ^y^/rh^^vy, 1 

H-^^Kn [2,3-c] [1, 6] +<lsWT*/i/ 
>, 6, 1 3b-^ ^/-l 3bH-T-^v/y (5,4- 

b] ^fyK-^, tf-3ryw (3,2-a] #/w*y— 
/>, lH-^y/ (g] s/^ptf-** (b] -fyp-/p, 
6,3- (-r^y>^/) -2H- 1 ( 

(9,8-b] y K-;V, 1H, 3H- (1,4] 
i^>/-y [4', 3' : 1,2) try K (3, 4-b] y 
2H-3, 6 -x^r/r^y [5,4-b] 

vk-;k 2H-3, 7-y ^yTf^o^yfw 

(5,4-b) ^yHK 1 H-6, 1 2b-^^y ry 
XV (5,4-b] -T^K-/K ^fyKo (3,2-e) 

(2) ^yX7/xy, 5, 9-y ^yTifv^n^y 
r>/ (5,4-b) >ryK-M 3, 6-^y-3H 

-TV*/ j (5,4-b] >fyK^, 3,7-y^y- 

3H-7f-y^n^yTW (5, 4-b) -f V K— /V, 
(4\ 3' : 8,9) T-fcfW (5,4-b) ^fy 
K—^, lH-^yKn (2,3-c) (1,7)^0-^/ 
i?TVi/y, lH-^yKo (3,2-e) (2) 'O'X 
7H*s>, ^<V/ (e) tfnn (3, 2-b) >f > K— 
/V, Kyy (e) fc°nn (3, 2 -g) << 1/ F— As 'O' 
y (e) t°na [3, 2, 1 -hi) >Y y F— /V, ^y^ 
(e) fc°nn (3, 4-b) ^yK^, ^y^ (g) t°n 
n (3, 4-b) >f y K-^, lH-^/ (f) fc'nn 
(1,2 -a) ^ y lH-^^y (g) fcTnn 

(1,2 -a) >fyK-/K 2H-^/ (e) t°OP 
(1,2 -a) y K-^, lH-^yy (f) fc°nn 
(2, 1-a) ^y-O-K-yK 1H-^/ (g) t°n 
n (2, 1-a) ^y^yK-/H 2H-^/ (e) fc° 
un (2, 1-a) ^ y-f y F— As, -fy-'fVFn (6, 
7,1-cde) ^ y K-/>, (;y^u^ *r^S- 

1,5'- (5H) t'nn (2, 1-a) -fV-fyK- 
A') , >fV>fyKn [7,1, 2-hij) ^r/!)y, 7,1 

i-y*yryw [1, 2 -a) -f^K— /u, 7,11 
-y^yry^y (2,1-a) ^y^o-F-vw, v^y 
X (cd,f) ^yK-;K ^yX (cd,g) >{yK^, 
^yx (d,f) >fyK^ iH-^yx ( e , g ) ^ 
y k-as 1 h- :^<yx (e, g) ^y^y k— >u, 



7F (1,2,3-cd) -fyK-^, 77h (1,8-e 
f) y K-/K t7h (1,8-fg) ^yK-/U, -J- 7 

h (3, 2, 1-cd) >fyK-/u, lH-t7F (1,2 
-e) ^ y lH-t7F (1,2-f) >fyK- 

As lH-t7h [1,2-g) -fyK^, lH-t7 

h (2,1-e) ^yK-/K lH-t7h [2,3-e] 

-fyK-^, iH-t7h (i ( 2-f) ^y^yK- 

/U, lH-t7f (2,3-e) ^ y>f y *t*n 
[1 H-^/W^y— /V- 1 , 1' -S/^ n^ar-y-y) , * 

V) , *fc*n (3H-^WV-;i/-3, l'-^n^ 

, %/^xx^f9 (4,5) t°nn (3,2-f) 
^r/yy, *stxi+<79 (4,5) fc°nn [3,2-h] 

^yyy, r-etry [4,5-b) 'O-x [ e ] -r^K- 
;W'iH-7ftfy (1,2 -a) -tyX [f] >fy^ 
/u, lH-r^bV (2, i-a) ^yX (f) >fy>fy 

^yy (e) v^u^y* (b) >f > F—ZV, 

yy (g) i/ftx+s.?? (b) ^fyK^^4S^i 
[0046] ±iaa: 

[ft4 2] 




(it, #lE*W:ii^irai«£^-tt -C3t£;h,££o 
ftftWiLTtt, lH-^no (2, 3-b:3', 
2\ l'-hi] ^yK^/K *tfn [S/* v<l/$V 
-1, 2' (l'H) -tfnn (3, 2, 1-hi) >f y 
F-AO , xVu M^/!)S?y-4, 1' (2'H) 
- (4H) fcfnn [3, 2, 1-i j) */yy) , fcT 
!IK (2, 3-b) b°nn (3, 2, 1-hi) ^f^K 
-/K y F [4, 3-b) b*nn (3, 2, 1-h 
i) ^yMK ^yy (de) fcTnn (3, 2, 1- 
i j) ^/!Jy, 3H-t'nn (3, 2, 1-de) T 
^ys^V, lH-t'nn (3, 2, 1-de) ^^^hy 
HIS*:/, *t°n [->^D^^V-1, 6'- (6 
H) t^an [3, 2, 1-i j) ^yyy) , 4, 9- 
y^yfnn [3, 2, 1 - 1 m) (l) ^S^T^J*/ 
y, XV xx (^D^y-1, 6'- (6H) tfn 

p (3, 2, i-i j) ^yyy) , in-vyj 

(3, 4-d) t°nn (3, 2, 1-j k) [1] 
XTiffy, 3 H — <yy (b) tTnn [3, 2, 1- 
j k) (4, 1) ^O-X^^rf-iftfy, 7H — ( 1/ Kn 

(1, 7-ab) (4, 1) ^O'X^^tfV, y<y 

y (b) i^dd o, 2, i-j k) [i, 4) ^yy 

^7flfy, -Y^Kn (1, 7-ab) (1, 4) 
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*/ 9 J7H\+y, [1, 7-ab] [1) <<>X 

7Ht°y, ^^Kn [7, l-ab) [3] ^^X7f 
try, lH-^n^ (d) (3, 2, 1-jk] 
[1] ^yXT-tftfy, *fc°n CTiffcV (3, 2, 1 
-hi) (4H) , I' — 5/* n^:/* 

y) , 4H-5, 11-y^ytfnn [3, 2, 1-n 
o] [1] ^yXTifv^ Pi/yf^y, *tfn [Tif 
try [3, 2, 1-hi) (4H) , 

[0 0 4 7] (»* L < te-O'ifyS) £ 8 

[ft 4 3] 




CO 





[0 0 4 8] Artt, $?*L<te5*; 
[flS4 4] 




[ft 4 5] 



R'-N 




[0 0 4 9] Ar©ff*U>*#«fcim 5t 
[ft4 6] 



R 






✓ 

< * 

[0 0 5 0] x^^Sit,* ra#issr^rurv^rt>J: 

<, ^«©JR : Hft#lftV^L5T?*«2«0«l*aij 

*3its ra^gj iuttt, (i) />ayv>ft:$ 
tirv>r i b iv^Ci^r^^wS, (ii) ^n^ygf 

i) c^r/^i/y^t^^s ^f^y* 

a*US/S?**$/ftif) , (iv) ~bng, 
(v) (vi) bKn^S, (vii) ^n^y 

ftStirv^rtiV^C^r^a*^*, (viii) c 3 _ 6 

i/^cr^^^/K V^n^^/Wftjf) N (vii 




(ix) C 6 _ 14 T!J-/vS («k 7s^;K Tyf-frlt 

2) % (x) *y-Ce. 14 r y-/w-c 1 . 6 r/^/V'S 

^-Cj-eTM^fttt , (xi) ^-c 6 _ l4 ry- 
/^-c^r/^/vm (Wilis *y7x=wf/K 

7 a: jsA^^'A'ft if (Di?— 7 =^ =-/V>- C ^TA^/Hb 

ft if) ftif*s*Jf6>ixSo -t, r^ny^fl^jh/T 
V>rt<tV>C 1 _ 6 T/V^/VSj , r/Nayyft$tlT^ 
Tt £l^C 1 _ 6 T/l'='*ri'Xj *5£U< ^n^yftjji 

[0 0 5 1] X 1 ^^^ r«lftSS:#LTV^rt>J: 
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* 



<, ±^CDS : ffC^l^V^L5-efo^2«cD^Sj id 

Sj £LTte, «;fctfO, S, CO, SO, SO, NR 
3£ \ CR 3a R 3b , C = CR 3a R 3b (R 3a *5j:t;R 3b (i ; e 

tiPl") d»63ltfixaiftv^L5fl02flBK#j|S^1-8 

fi, *?vt\ 3^A\ yntVW -fV^nt 0 

*^ft^W"b*LS 0 R 3a £fcilR 3b ^£;ft,5C 

sec-:/h*>\ tert-:/h*^ftif##tfMu 
5 0 X 1 ^ jf*KI4CO, O, NR 3a , S, SO, 
SO z , S0 2 NR 3a , S0 2 NHCONR 3a , S0 2 NH 
C (=NH) NR 3a , CS, CR 3a R 3b , C=CR 3a R 
»*\ c = N-R 3a £fcteCONR 3a (R 3a :fc<fctfR 3b te 

L<tt, CO, O, NR 3a , S, SO, S0 2 , S0 2 N 

R 3a *fcftcoNR 3a (R 3a ntttztmmmz*i-) * 

BfcBifcb-cvvcfcj:^. 

[0 0 5 2] X 4 T^£;ft,5 rjtlftaSr^UTV^fcJ: 

ft, «^«2fllioc 1 _ 4 *«aKft**^**f6>ii 
So BE r2«©c 1 _ t #«*K{toJc**j tt, #£b< 

(D c^mi/y ch 2 , (ch 2 ) 2 , 

(CH 2 ) 3> (CH 2 ) 4 , CH(CH 3 ), CH(CH 3 ) 2 , (C 
H(CH 3 )) 2 4a ; 

(2) c M r^-i^y CH=CH, CH 

2 -CH = CH, CH 2 -CH = CH-CH 2> CH=C 
H-CH 2 -CH 2 , CH 2 «CH 2 -CH = CH, CH = 
CH-CH=CH^a ; 

(3) c^m^i/y c = c, ch 2 - 

C = C, C = C CH 2 , CH 2 C = C C H 2 , C == 
C-CH 2 -CH 2 , CH 2 -CH 2 -C = Cftif] ftJfT* 

[0 0 5 3] X 2 -C^£;ft,5 rg&g£# LT^T fc <fc 
V*2«eD#«^{t**Sj fcLTWt, ^x.f«!2X 4 
<h LTM^t/c rsiftSfc#LTV>Tk^>2ffi<B#at 

*«ft7k**j ***fb*iS. x 2 tt, »£L<i*co 
*fctt (CH 2 ) p (pttlftv^L 3 t»Jb 



So fc!9t>tt, CO*fcttCH 2 iS#*U\ X 3 -C^$ 

iis rRUi***Lrv^Tt<J:^2fl!io*»S«{t:7K* 
Sj turn, t?»Jx.tf|iri5x 4 i: LrM^Lfc m&m 
tr*LTV^rtJ:v^2*©«iaU(Mb**«j aWMfb 

*l5o X 3 te, #*L<li&&¥*fcl* (CH 2 ) q (q 
ttlft^L3©l*«:i5H-) -CfeSo fcDfett\ 8£¥ 

[0 0 5 4] R 2 -e*3*ta r^a^g^sj ft, £3 

tt**+KJJUIi-e**IR9W!:|RSS*t3Sv\ i&g^B 

fi&S&^LT^Tfc ±^5ftv*L7JMHfcr$y 
B****LTv^fc,kvvrssVS, B&££r*T 
LT^TfcJzv^T-vVg, B*B*r#LT^-Ct>* 

i>rt>J;^5ft^L7A8|:RT$/£j , rg&g£# 
L-cvvct>j;v>TseV£j , rB*£Sr*ri/o>Tt> 
iv^r-vVgj *3±tf rg&g£#LTv^*>j^ 
5fti>L6fi£gi8ffii|tgtSj icfcttS rs&gj tu 

Tit, W^tfflfrlBR 1 ^*^* rB*S«r*TL"CV^T 

r^^/vr s / , *j-c 1 ^ta"*A'T $ / ft XfrbM 

fm^l^l^L2^^gmS^^ ; ?tt*Lrv^t)J: 

ft if) > c 7 _ 16 r7;^^S (ff*L<f±^^ft 

if) ftifT*fcSo 

[0055] rBlfeSSrWurv^t ±v^r ? /£j 
tt, »*L<fiiftv^L2ffl©c 1 _ 6 r/^^-efilftS 
tuTv>Tt><t^r ^ smxhZo ftd»-et, r^y, ^ 

r^/, ^3i^/wr$yft4f3»#*Lv\ rB*S*# 
Lrv^rt>J:v>5ft^L7ft^T^ /Sj ic^tts 
r5ftv^U7MS^r ^ /Sj irurtt, MISA r Xtf 

Six* rB*K*r*TL-CV^t><t<, «^LTV^Tt> < t 

^rfbtu*. rg^g^^r urv^r t> 5 ft^ l i 
Ma^r^ygj ^*u<ft, lftv^L2^@(7)c 

/i^ftif) Sr*ti^ivfirurv>-ctJ:v^troy e°-< 
Uv^y, tV7i?y, */\»*});, ^^/^U/ftif 

^g^g^Lr^r^i:v^^r^v ? /Sj irur 
te, ^iSR 1 ^^^^ rB*S*#urv^rt>^v^ 
{bTK^Sj ^33»ta rg&gj iL-cfl*ut)^# 

if b^5o 

[0 0 5 6] rBlftS4r#bTV^t J;V^5ftV^L6M 
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tr°7^^K try^^K -r^*vy/K 

4, 5-^fc: Kn-lH-2-W S^/y/K ^7^!)/^ 

* y -/K ^^/u* U.^/K tr^< y ^-/K fc°p y v> 

iycwct>j;^4, s-^t Kn-iH-2--r s^vy/w-cfc 



So iflfc>W\ 4, K»-lH-2--f ^*Vy/K 1- 

y^vW-4, Kn-lH-2--f ^£Vy/K 

4, 5-v>fc Kn-lH-2-f 1-7x^4, 5 

[0 0 5 7] R 2 te, jftKli, Wtll4^l2 

v?t Kn-iH-2->f s^vy^s-c&So fc^-efc* ^y 

^vV , 4, 5-v>t Kn-lH-2-W ^ fr* l-f^fr 

-4, Kn-lH-2-^5^/y^4^#*LV>. 
{fc^«5 (I) tt. #l£L<te, ArM 
[ft4 8] 




flSCO*fcttO ; X 4 JdSC 1 _ 3 TA'*U'^ ; X 2 ^COt 
fcttCH 2 ; X 3 ^i^¥£fcteCH 2 ; ^OR 2 ^^^f 

/vr^y, i?^;uT * y , Tv^y, N-yw^; 
5>y, 4, Kn-lH-2->T ^^^y/v-^fcm-y^ 

/W4, 5-v>t Kn-lH-2-^ f !)/V"Cfc5ft^ 

iz\*Z<DMt£¥vhz> 0 zzv, r 1 ^ »*t<tt, 

[0 0 5 8] ffc^fe ( I ) Ar« 
[flS4 9] 

■'-€0- 

X la (X la teO, NR 3< \ S, SO, S0 2> S0 2 NR 
3£ \ S0 2 NHCONR 3l \ S0 2 NHC (=NH) NR 
3t \ CS, CR 3a R 3b . C = CR 3a R 3 \ C = N-R 3a 

£fctecoNR 3a (R 3a ioJ:r/R 3b HffiE^I^Ea^ 

t) «r*"T 0 ) "C*)*ft-&4fc, -rftbfefb^lfc (la) 

^i4fcH2<@co^ys-c@^snfet>o^f 

So 

[0059] B&iesc 




[{b5 0] 



R-N B"jf A 



^(CH,) 



5> 



[5$*, kttl &^L4c7)^$:£r x mi*0ftl^L5 4> 
»«r, (m+n) *l4^l5t, R 1 ttlirJiS <t |i3 

*«Sr*t-] "C^^tiSS-CfeSo kit »4U<fl2 

[0 0 6 0] &TIC (I) Ko^XZhKVm 

-TSo (u)n \\L^m (i) {c^4 

HSfc^, EJLTOlBaW:, hh^Mk&m (la) ict> 



ffl^^So fb^fe (i) ©it tttt, ^J^«, 

wt, -^hy^^ig, ^y ^AJS^^^r/^y 
mortis y ±is^ji« ; r/i^$ A^^^if e 
yy^r^v, hy^yur^^ ify^v, t°=iy 
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^yft, yy^*, tfyx/isfty 

tLx\z, m litis T/u^y, !)^ irjv^vti 

»L#SttW*U\ ft** (I) » % fttt 

^Ajfi, #!J *A:»4ifK T;^ 1) ±SMi(Mx. 

v\ ft** (i) r±, mm&tmmzti-zm 
*, mmm, mm&, yvss, *ft**»*fi44f0>* 

t>J:v\, 

[0 0 6 1] ft** ( I ) ft, feK*. *?p*£)ivf ft 

«r#LXV^"Ct>J:v^S6^ ft** (I) tt, I^&tc^ 

[0 0 6 2] ft** ( I ) fcHU *¥*tt#, SttJS 
*i<bt>ft** (I) tlt^WiHl:, gft<£*n 
rt#T*S. ft** (I) fc**Jltt*## 

ft** (I) tcS^£*v6o tt#¥*te#ti\ §{fc£*n 
f^4*rt*HH**JB^S* *fctt* ^* 

l)#B'Jff*£ilifc 

(-)-^vtvi^ w-weft, (-)-s^ft, 

[0 0 6 3] 9-fe$*4fef±*<z>i6*r**m4#»(l« 

^o^h^7^©8^, ENANTI0-0VM( h — y— tfc 



tt)ft>SVH±* y^-tMlM CHIRAL^y— X4^(Z)^r7 

y— /K *$J— /K y^pyV-;K T-feh~h9 

<£>#*, CP-Chirasil-DeX CBC^-^/HM^y 

yir^ flco»*tt«r3K¥Stt4KX 4: ft¥E Jfcfc: £ o T 

>yr^ri/^^Ma, r^«riHjfo»ft#a 

#B'JS*Sfi, ^n^h^?7-fffi«)4ifS:ft 
T¥-*®i:Lfcm> *nzk#*£/S4 Jf©ft¥ttft«Hi 
K J: 5 3fc*ffitt4«^SPffiSr« 9 ft* Z b \c X 9 ft¥JI 
tt#*»S*«fe. «*tf, ^Wft^tf^rtKifc K 
p^>*fcHtl,2»r5/«r#fS»&, ^ft**irft 

*«tt4*»ft MTPA (a-y h*>>- a -(h 
P7;^n^^)7xx;vfti) N (-) -y y h 

R»«)4^^***K^#i-ri:{cJ;!9, **t?Jx 

^awft^tt^^/^vftsst**- 

ti^^r^xu^-^, ft*D7k4W»*>5v^riiSSttan 

[0 0 6 4] it^m (I) K7y^UfflV^ 
Tt><fcV\ ft** (I) O^oK^ix^ttt, ^frrttc 
& » 5 T"C»«^ H ft* lc J: § X 9 ft* 

* (I) fc«»1-Sft**, i"4b*>**W^ftft, it 
5n, JP*5W»**firUTft*ft (I) (c^ft-r^ft* 
*, »ft*fcJ;9fll*5W»44f*jB^U-Cft** (I) 
fcfcft1-*ft*ft*rv*3. ft** (I) ^pK7^ 

turn, ft** (i) cor^y^rvyWb. 
/Wk> «9A/^ft^ixfcft** [«, ft** (i) 
/sasai'f 3*/>f/Wk T7^/Hb> ^y^/vr^y 

^yi/y-4--f;v) y h^r^^^^/Wb> 7F7 

t Ko75 ^/Wb> ^y o -f /u* 

^ri/y^Hk, t e r t -^/Wk*ixfcft*»4 
if] ;ft** (I) <07KftSdsr^yWk, T/u*/uft, 
9A/B£ft> (J5S?ft$nfcft** ft** (I) <K> 
*ft**T-«rf'/Wk, h>f/Wk, ^n/^y^/u 

ft, fcV*n>f/Wk, f-^V^/Wk. y^VMt, Ty~ 

Mt, ^y f-ywr ^ y y ^*^#^/wk s titcit&m 

4 if) ;ft** (I) <0#^#*Vyu£as:r;*7vWk 
KftSJifcft** [«> ft** (I) C0*/P7jf^r^ • 
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ft:, (5-^f/p-2-**y-i, 3-^**yi^y 
^oMiao-c^ (i) ^bierrswi^-et 

«• Sfc, ft-g* (I) (D^vVyytf^ j£JI|§j£l 
9 9 O^PJ rEIRAORHSj JR7##*RfH 6 31^ 

fc l 9 8»O^S*vC^8 J: 5 4* 4ia«j*fl=-cMfr£ 

• (i) K*ftrat>©-e*ort>j:v\ 

[0 0 6 5] fl-g* ( I ) *fctt*<0ia(0«{3tfe 

6>*¥fc{fra* (I) fclfiEtSiikWS, KTo* 

ifi-efflv^feiisft-fr* (i) oiMWfr^fcs^tt^ 

l/t(t flWBfc£* (I) ©£iLT»SLfcttWIJ^ 

[oo6 6i ft** (i) ©JBOPKb-Wfcfcav^tt-frrt* 
*»»t?fcoTtJ;v\ £<bK, (i) ©jjjOpHfc 

mm\c, l<« 

[0 0 6 7] KT«>*Klfitt, tftHttrJUw^u:, 

J*T ^ K, N, N-^/fWW7^ K, N, N-S* 
^A-TI? br ^ K, ^*-0-*?7M***y y^hJT 

— r s ^/y y«jo , *^**$/ kxwk <«*.« 

y n h y yi^f) , y ^^«©#«8«C ; Sfcfc 

y*/H!l*fU-Cii#»0. 5ml4v>U$l 00ml, £F$ 
L<l±jKj3ml4V*UKJ3 0ml*t?fc8 0 EJSifi*tt* /flV* 

S8jK®mK:J:9Jl4fi*^ iiSfrft)— 3 0*^4^ Ufa 



l sotearc*?), #*L<tt»o*;4^ui&i 20 

«»#$jo. 5i*IB4^Lft7 2*IB, »*L<tttti«F 
B4v^U»2 4«flBT?*8 0 EJfcJ*, iHMTBE-Cfrfeft 

8*s, ^^;scr«ji^i£4^L^i 0 osffia£0> 
[0068] aT<o#xs-c#e>*bSft'g*tt, &*p© 

lSOBfcLT«*fta#, *«*)SV^tttt«i-S^i:4< 
tfff 5^4:#T?#8. RSStim «x.««tt^h 

7K»^^- h y y y 

Tkmki-hVVJ*, i-fy ^Apt h^-vK, ^y 

H80 MS^tffiift, iwb^i^tr, a«r* 
try^w*«aiL-ct>iv\ eiTo^xe^as 

Bi-8ri^-e*8. ««»»ASlS*3J:VK«»SJe 

$T—jJ~y# i/ls-lzi/^ (Protective groups in Or 
ganic Synthesis; John Wiley &; Sons, INC.) fEM,<F>jj 

^S-T8^i*^^v^ti8 e 
[0 0 6 9] l) ft&m (I) 
IflS5 2] 

Ar X 1 X4 <^~^N-H (|| ) 

[flS5 3] 

/==v < X3 — R 2 

^^^•f 0 ] "es^^8{b^*^{t^(7>fi (bt, 

(III) ^B&l5-T8r fcfcfcS) fc*r»*SJ«tW 
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ft 



« 



i-Zb\c£*)W&-fZ>zk&-?Z z 1 -?^ Sit Sift 

[0 0 7 0] x^;-^©T/V3^g 

fc5o RJ&Wmtts EJ£i&£fc«fc #*L< 
tt»l«fH«v^L»2 4«FlBT*>S 0 ^»Jx« 

tt, ff*L<tt. ft£* (III) K*tLT. «is*4 

ii^iW^UT, ft^ (in) k»lt««*0>3* 
\m&® (^Jx.«a *flrf- hU^A, 3 y 



[0 0 7 1] ft£* (HI) i*. Sfl:^*ao*jfefeSV^ 
tt*n»ii»i:fc*ffi^J:9»36i-5rt^"C#s. ft£ 
4fe (ID ?>5*>, X^CO^fcSft^f*. gffrkft 
o^fe, x. tf »BH 5 F10-107257^IB*©*»& 5 i^tt 

ft£* an o5*>> x^coMcft^litt, «*. 

[0 0 7 2] 1 — 1) ft£**fe (II) ^>9^ x X'^O 

^*>*ffr&* (kt\ fte* (i i a) mu-tz^k 

Ig(aa) : S; (IVa) ^SSftSffrg* t£*T> ft 
£ft (IVa) ^B&IB-r^r tt>*)5) (Va) -e« 

U»T* ft£^ (Va) <t»&IE-r^r^t 

XS (a b) : (Via) t?*4n8ft#«l (KT, ft 

(Via) £fB&!ei-5r ifcfcS) OK««SiSSr, 
ie&fr5-£K:<fc^ K&m (II a) SrSBSEi-snt* 

RjSg 1 - 1 

[ft5 4] 



ArOH + Z 2 — »H^V- w 1 
(IVa) ^ 



(aa) 



ArO — X4 — { Vl— w 1 
(Via) 



ArO — X4 — <^N-H 

[0 0 7 3] (a a) fc*3Vvt\ {frg* (IVa) fc 

fls£* (Va) fc<0«^KJ&fc«t!K ffrfi* (Via) £ 

£; fcai^ttMJ^vK ^^n^/^co^ftTK^S^^ 



Sj (r^oft^ rg&gj fcUTtt, Mitf^nyy (M 
(ID ift-fr* (Hi) t©«^R«:tW*lc 

UTff5rfc*T?*6. *SJEStt, HtffN, N-^ 

»*L<tt, ft^* (Va) {C»L 
T, »l^l:4v^U^3 3fi-C3b§o ft£* (Va) 

3ii-SCi:*S-CtSo it^m (Va) «*.tf^^- 
^ iTZf ff-i V^/W ^ ^ ^ h y — (J. Med. Che 
m.) , 40, 1779-1788 (1997), *>5VMi«r0BBg5 8 -20 
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[0 0 7 4] Xg (ab) fc*3^t\ fls£* (Via) * 
(II a) Sr*l5frrs^t*s-C#-B 0 JftfiMEJfctt, #R 

ffr&* (Via) ffiR HSt Hfc** 

18, Btmm. ifla**BM« «G>lt *fctt, TAofr 

*iwty^9A) solas©*}***, #*l< 

toix*« S»*fcttJ»©«6ffl*W:, ffrg* (via) fc 

{ct>i5^ a#*&i«pw*^Ljie4 8«fbi, $?*l< 

^ift2«FBI4v^Lfi2 4«fBBt?*5*fc, KfiMKffi 

ft, ft*, 7* 

7* a^h, IMfce&«^*«tD#ftT* «l 

-C , #E & 3 ^ JC& C T*0JE T Kg&fctTC&JS |C 

y * h£fci* t y b 

b y 7;vtn^ * Hi*fr«:fflv^rfT* 5 



y y ttus/ y iv- h y 3710*- n y * i/*^*.*— b <t 2, 6 

[0 0 7 5] Xg (a a) OflOFHfrfrft (I Va) ft, 

4^t*s-CfSo *fc, Iffl^fe (IVa) <Doh, 
Ar^ 
[flS5 5] 



R 1 



(CH,) 



(£*T> (iva) bi>hz>) tt, 

« £ tf EXT ©KJfcsS; 1—2 tcj; 0 tatt" 5 r fc # 

XS (ac) :5$ (VIIA) T?«SJl6ft'&4fc (S*T, 
ffr&ft (VIIA) mtZlrZ-th&Z) kit (Xa) 

(SAT> QC&m (Xa) ^B&IS-t^r 

IS (ad) : 5£ ( VIIIA ) -C^StbS^W (£A 
T, ft^fe ( VIIIA ) ^B&iBi-6^i:t>fe5) cojK. 

WWr5ri:^J:9, ft&m (IVA) Sr 

1 - 2 

[ft5 6] 



(VIIA) (Xa) (VIIIA) (IVA) 



OH 



[0076] w 2 -e^ ^H^^^y — /H4*»xo«a 

fr—-?* 4 V jr—lf-y? (Protect iv 

e groups in Organic Synthesis; John Wiley &; Sons, 

inc. ) \z&m<Difkm&*$ti*M ^ Mts 0 t y ^ 

(viia) », a 

^idS-Ct-Bo ft-S* (VIIA) tt, WAtf^Y— 

If — (J. Chem. Soc. 

(0) , 183-188 (1969) fcS V*ttU S P4, 080, 449^(C 



[0 0 7 7] XS (a c) |C*5V^r, ft-fr* (VIIA) 
fcflS«4fc (Xa) fcOlB'&RJES^.fcO, ( VIII 

A ) fcUJgrt-ftrtsftS'r**. JB^KJCtt, 

^ft (II) fcfls^* (III) bnm&RfcbWimz 

h y ^*jsjac«f oj«it*-e, kb^ h y y 

(Xa) l^tti!41i(D3^tt^ (« 
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t 



[0 0 7 8] Ifi (ad) K&^T, fb£» ( VIII A 
) *tt««EJ£fcttU W 2 Sr^f ar hfrXVs it 
&® (IVA) *«frrarttf-e*a. 

#^^S©^ JKftSSJSri. 0*ffc¥6tt(Bull. 

Chem. Soc. Jpn) , 44, 1986 (1971), rh^KnV 
(Tetrahedron), 42, 3259 (1986) *KlB«<0#fe*>a 
V MMrftK * Cfc^ffilC Lfctfo "CfT 5 ^ t a. 

[0 0 7 9] 1 — 2) ft&m (I I) <noh. X x » 

NR 3a -?h%it&® (wt> ft** dib) mm-r 



Ar-NHff* + ? — X4— <^n— 
(IVb) (Va) 



W 1 



a^£*>&a) IS, »T<DKJEa;2 — 

It (ba) : 5fc (I Vb) («T, 

ft** (ivb) ^B&ie-r^rttfo^) tfts* (v 

a) iOjg^Slfe, 

IS (bb) :S(VIb) T*m$tlZ>fc&V0 (£*T, 

ffc-g-W (VIb) ,bB&IBi-ari:t>fc6) oj&tfcgKfS 
Sr, Jiiftfir^t^J:^ ffr&ft (I I b) £®jg-ta 

EJ£^2-l 
[flS5 7] 



(ba) 



Ar-NR 3 * — X4 ^(3^' 

(VIb) 



w 1 



(bb) 




Nl-H 



(lib) 



Xg (ba) fcifcVvC* ft£* (IVb) fcffc£* (V 
a) fcClteB&KlilU ffc£* (VIb) Sr«3t1"* 

rt3fts-e#So IB^aSWt, «*.tfffr&« (n) Mb 

(i 1 1) t oss^as t mm\c Lxn 3 r t 
s»#y*^ ^awk^ni *A«t»© 

ffrg* (Va) fcStLT* »13*4^L»3S 

*-?*>a. 

[0 0 8 0] X@ (b b) {£jol N T> ffrfrtt (VIb) 

*J&««^fcftU w^fci-rarfcteJ:^ ^ 
(I lb) SrfiJSta^tdS^tao #E*S«u Wx. 

m\&® (via) ©jttftssjstraateLTtTSwfc 

(IV 



[0 0 8 1] f=fc, Ii (b a) (DrnWik^r 



Ar-H 
(Vttb) 



(be) 



Ar~ N0> 

(Vlllb) 



(bd) 



Xg (be) W8^Tfl2£* (VI lb) £~ r-nffc-T 

arirtcj;*), ffrfrft (vi lib) &Wkt&zk# 

■eta, *rje»\ aaa^hnftKii 

DO SrflH^T, ^*a<o*ffi (Synth 
esis), 217-238 (1977), tr^*h ] J — *7 If ~ 
hn T > K - h n y ?)V—-fy. (Chemistry of the 
Nitro and Nitroso Groups), p. 1-48 Wiley (1970) 4f 



I8(bc) :S(VII b) -e&ztisfc&m (El 
Ts ffr&W (vi ib) fc«B-f«rfct>**) co~h 

ig (bd) : * (v i i i b) -esshafte* (^ 
t> n&m (vi i ib) mmi-z>z.thhz>) <dm 

ig(be) : s; (i xb) -e«*:h,«ffre* (kt, 
fk^* (ixb) tmm-rzzbhhz) (xb) 
shafts* (sir, K&m (xb) tiiMEi-ar. 

(ivb) &«srt-a£i#-eta. 
jasat2-2 



(be) 



Ar-NHg 
(Kb) 



Ar~ NHFP a 
(IVb) 



(Xb) 

[0 0 8 2] ffrg* (VI I b) ft, gfr^felCD^ffifc 

ai^tt**tWP &fc#HsK: J: 9 «3frf-a ^ t a 0 

fta* (vi i b) j-A' i> 

X—tf-y? tr^X h ] J— (J. Org. Chem.) , _3 
4_, 2 2 3 5(1 9 6 9), v^^-^/W ^ 
^ >^ ^ ^ $ 7s h y — (J. Org. Chem. ) , 5_4 , 5 
574(1989), x h7^Kny U-^-X (Tetrah 
edron Lett. ) , 3 5 , 3023(1 977), /!)f-f 

(Bull. Chem. Soc. Jpn.) , 5 6, 2 3 0 0(1 9 8 
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* 



3), -r^x^ry V-r—r/v ^^xhV- 

(Indian. J. Chem.) , , 2, 211 (1964), A^f-iT 
> i/^—T^ *zf ^r^^hU- (Indian. J. Che 
m.) , 12,247 (1974), -fVf-i^ Or? if tr*U 
)V y-Q-JzLTJ— *J*'<> (Bull. Chem. S 

oc, Jpn.) , , 43, 1824 (1970) , ^ y r ^ 
is*.— r-f^A' *fV^4> (Chem. Pharm. Bull.) , 
20, 1328 (1972) , ^^*yU77^^a-r^^ ^ 
I/r-fV (Chem. Pharm. Bull.) , 27, 1982 (1979),^ 
*n l\t 7^(Helv. Chem. Acra) , 46, 1696 (196 
3) , (Synthesis) , 541 (1979) , U.S. 

3,682,962,, U.S. 3, 911, 126. , Ger. Of fen. 2,314,39 
2, v Ger. 1,545,805, $"f fr^jJtV V 

y-J^J- (J. Chem. Soc.) , 1381(1949), iJ^f 
ATls #7 >Jr^^ hi;— (Can. J. Ch 

em.) , 42, 2904(1964), S***—^ ^ 

tr^XhV— (J. Org. Chem.) , 28, 3058(196 
3), *J*—1rjV*'7 T*V1JI/ tr^Xfr yiM^ 
7^ — (J. Am. Chem. Soc.) , 76, 3194(1954), 87, 1 
397(1965), 88, 4061(1966), ^BHBg4 9-4 1 5 3 9 

**fce«<&#ifc*> 5 ^fitful::* tfc^rjfeic Lfc^ot 

[0 0 8 3] Xg (b d) M&VvC, ffrg* (VIII 
b) (DJItcKJCIcJ: 9, (IXb) 
i#-0#a o ^OJStcKJS (Witt, S» 

J&te, i/l^i/X (Organic Synth 

esis), Coll. Vol. 5, 829-833 (1973), 

i/V±i/7> (Organic Synthesis), Coll. Vol. 1, 455 

(1941), y*— J-A' y TtVX^ trmvv 

y-fj^j — (J.Am. Chem. Soc.) , 66, 1781 (1 



944) « KiESfc $ ftttmh £ ^ttthlCf Dfc^&lC 
[0 0 8 4] Ig{be) K*5^T, (IXb) 

fcffrfrft (Xb) kt>m&BU&lciL9* it&Vo (IV 

ft (i i) tfb^* din k<Dm&sj£kmmzL 
xn?zk&x%% 0 a&ic, {c§m (ivb) r± % ^ 

(IXb) «x.tf«7cr^^yWkSJiS (0J* 

iM^r^f— (J. Am. Chem. Soc), 87, 2767 (1965), 
isr—j3~y>; (Organic Synthesis), Coll. 

Vol. 4, 283-285 (1963) |CfB*©*«fe*) *fctt^ 

elv. Chem. Acta) , 43, 1898 (1960), Jv^ * 

7 ^* ^ ^ h U — (J. Org. Chem.) , 3 

9,2044 (1974), (Synthesis) , 5, 375 (198 

[0 0 8 5] 1—3) BisWfr&ft (I I) COp^> x 
'^NR^CO-efcSft^ft OUT, ft^ft (I I c) 

9 «art-ar 

Ig(ca) (I Vb) fc* (Vc) XmZfl 

%\t&m (^t, (vc) mm-rzzkhh 

Ig(cb) : 55 (V I c) T?« Sftaffrg* (KT, 

(vie) mmi-zz-kiihz) ©ift«»SJt£ 

W*ff5rt^iD, (I I c) SrJBti-5 

Hfc5 9] 



O . — . 
Ar~NHR? a + Z 1 — C— X4 — \/ N 

< ,Vb > (Vc) 



w 1 



(ca) 



Ar- NR 3a -C~X4— (^N— 



W 1 



(Vic) 



(cb) * ^ 9 

^ Ar-NR^-C-X4 — 

Xg (ca) Kl:m*"C, ft-Wfc (IVb) fcft^ft (V 
c)<OT; KfbB6Kt9, ffc** (Vic) SrUJfrf 

zzki>m%z>o z 3 x^£ti%$sm&k lx\x m*. 

, =■ h^S-cg^$nTV^T^J:^/^c 6 _ 10 r U 



N-H 

[0 0 8 6] {b^fe (IVb) ^{k^^l (V c ) <DT * 

y^^^y^xf/v^^^^yii ; l-i ' 
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ft** (IVb) l^V 

*/Hcsturii»»iaft4v^L»5a*, #*u<» 

y»*r»v^-CfTt>H*o RttX<D«[fflft»:, ft** (I 

Vb) lC#LTiiJlf»ia*ftV^L«il OS*, »*L 
[0 0 8 7] Ifi ( c b ) tejSVv-^ ft** (Vic) 

*K«BKi«fc{tu w^ftfcfrrsr £i;i<fc^ ft* 

• die) fcftjsrswt^-ess. ttftsrasa, 
«;ttfft*» (via) (DWL&mRfctmmcLxfto 

[0 0 8 8] 1 — 4) ja#*ft** (I I) X 



ArSH + Z 2 — X4 "H^N— 



W 1 



(IVd) 



(Va) 



x #s, sosfcttso 2 t*sfk^» (kt, ft** 

(lid) fcU&EI-*:: fct*>6) tt, Mx.\f$kT<D& 
«*4-lfcJ:9i(3t-r6ri3»s-C*8. -Tftfc>*>> 

IS (da) :S(IVd) -?^$*l£ft** (J£AT> 



ft** (IVd) fc»E1-*;i£ fc*>5) £ft 



(V 



a) t <D*8*KJS, 

IS (d b) :S (VI d) -e*S*L6ft^* (KT, 

ft** (vi d) fcii&E1-5£it>*>3) o&ogtcjSU, 

II (dc) : 5* (VI Id) -e^ftsft** (0 
T, ft** (VI Id) fcBMBl-S^ £1>*>S) OjKft 
WJ&*s UfikfrSri^ior, ft** (I i d) £ 

[fteo] 



(da) 



ArS— 




W 1 



(Vld) 



(db) 



ArX 1a — X4-hQs|— 



W 1 



(dc) 



{VI Id) 



K4\ x la i*S, S0*fcfiS0 2 ^U -^coteo 

IS (da) fcja^r, ft** (ivd) fcft** (v 

a) fcO*g*Rj5&i::J:oT, ft** (VI d) $:®{ig-r 

art «-&si5Stt, mkmt^m (in t 

ft** (ill) fc©**Kfciia«fcLTfT5£i:# 

ff*L<tt, ft** (Va) KStLT, *U3*4^L 
[0 0 8 9] IS (d b) K*5V^"C, ft** (V I d) 

*\ *»cjtCT»ftSJ«fcfH"Ctl!:j;or, ft** 
(VI I d) SrSsg-rsr^idS-etSo UfkKiStt, 31 
WKftSJSrffl^rfTteixSo K»ft*JtfCtt, 

»*5J:Va»ft*ill*ds#*Lv\ K»ft*iJ<0tefflft 
tt, soso^Wkoi^, ft** (V 

Id) tc*fLT. mSSft^Uftl. 
Sfc, S o S 0 2 --cDg£fto#* % SSKli, ft** 

(VI d) »2^LJB2. 53Ir?*3 0 

#*L<tt, VtiMi?* to* 



ArX 1a — X4 — ^N-H 



(lid) 

[0 0 9 0] IS (dc) fcl*5V*T, ft** (VI I 

ft** (lid) *jH3i-rsrij6s-C#5 0 *SJ»I1, 

«*.tfft** (via) (DMimKfctmmcisXft? 

[0 0 9 1] Ig (da) (DmWt&m (IVd) tt, 

IS (dd) :ft** (VI lb) ©^cn^^ 
IS (de) :a(VIIId) -CS£ftSft** (« 

T. ft** (VI I I d) ^B&ie-r^^irtfe'S) <z>® 
5cS^l-<toT, ft** (IVd) MBBi-S^fcjJS-C 

ts. 

^;j£^:4-2 

[ft 6 1] 



Ar- SH 
OVd) 



(dd) ( de ) 
Ar-H ^ Ar-S0 2 CI 

(Vltb) Mild) 

Ig (d d) K*S^-C, ft*^ (VI lb) ^r^nn^ 
/^n/Hk-f*CfcT?ft** (VI I Id) *Wkt%> 



-33- 



« 



t LTtt, Hitf^oB^ l, 

[0 0 9 2] Xa (d e) lC*3l^C\ ft-£* (VIII 
d) &m%fcfc\ztt-tZ Xit&m (IVd) £ 



[0 0 9 3] 1 — 5) !BJ|sHfr&tt (I I) ©5%, X 

^JSO^R^feSft^ (£*T, (lie) 

Il(ea) : ffrg* (VHId) t«(IVe) t 
*£jft3ft£ft (WT> ft^ft (IVe) <!rB&IEi-^r 

X© (eb) :5t (Ve) -CJI^Sft^ («T. ft 

(Ve) tt>&5) ©JttfiMEJfcS:, 

W*fr5rt«cJ:9, ft^ft (I I e) 

&JSj£5 
[ft6 2] 



Ar-S0 2 CI 
(Vlltd) 



HNff £ 



(IVe) 



W 1 



(ea) 



Ar-S-NR 33 
6 



(Ve) 



W 1 



(eb) 



Ar -f-NR 33 - X4 — {^J*— H 



(lie) 



X@ (e a) iCio^T, ft-g* (V I I I d) fcft^» 

(IVe) fc<0«^KJfcfc:J;o-C, (Ve) 
SfrrS^t^tS. IfrSSfctt* «*.tfft£tt (IV 

b) fcft£* (vc) ^r^ Kffc»Sfcn«KLrff3 

^fctf-CtSo ft-g* (IVe) fi, gft^ftKO^Jfefc 

S ^fi^W:? Cfc#ifc»c J: t) States r t jfts-e* £ 0 

ft^fe (IVe) *fcrtt*:0>jtH\ Wtif^t-t/^ 

^f^Wvl' ^§;*MJ — (J. Med. Che 
m.) , 3_3, 1 8 8 0 (1 9 9 0)*fc8B<«fcH*ftfc 

[0 0 9 4] XS (e b) fclfc^T, ft-e* (Ve) & 

(lie) ^gt5^^:^tt5 0 RftaiSlEtt, #j 



(Via) ©JR^aiRjSfcBatClLTffp^ 



[0 0 9 5] 1 — 6) JKttft^fe (I I) (^5^ X 
^SOaNHCONR^-CfcSft^lfc (£XT> ft£* 

(I I f) b$&mfZ>ZhhhZ>) \*. «*.«KToS 

X© ( f a ) : ft^«b (V I I I d) kfc&m ( I V 
e) *5J;TJ5 

XS (f b) :S(Vf) -C*$tt5ft^* (&T> ft 

(vf) ttte-rar. tt&s) 

WfcfrSrtlcio, ft-S* (I I f) £4S{ig-rsr£ 

[ft6 3] 



Ar-S0 2 CI 
(VI lid) 



(fb) 



(fa) 



M0CN 



(IVe) 



Ar— s- 



(Vf) 



W 1 



O 

it 



Ar— S-N-C— NR 3 * 

II n " 

O H O 

{MO 

XS (fa) iCfc^T. ft^ft (V I I I d) fcT/W* 

y&Jl>f ys/r^itett (mocn : zz^u\tr/^ } j 



— X4 — (^J* — H 



e) SrSiCS^rSrt^io-C, ft£* (Vf) 

•r^r^J)5^#5o *SlStt, #J;ttfEP-A-7 5 9 
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4 3 1, «H¥7-1 1 8 2 6 7$lcSB*foD#fe*fctt 

m (vi i id) tr^*y^JH>ry^r^»*fc<os 

So ffigOft/Bfitts »*l<», fb^isi (VIII 
d) »ia*4v^UB5a*-C*>6, *Kli& 

So 

[0 0 9 6] IS (f b) Kl:i3Vvt\ flrfMfe (V f ) * 

(I I f) «r«3li-a^fc*S'C*5. *K«tt, 
ti&m (Via) OJK«BIS«i:BI«^LTff3ri:^ 



T*^So 

[0 0 9 7] 1 — 7) BJpHb^* (I I) X 
^SOjNHC ( = NH) NR 3a tfc$ft^«l (£*T> 

<k&® dig) ^i&ia-rs^i^fos) 

ToKJ6«:7^J:»)»Si-sri:*s-et5 0 -Tftfc*>, 
16 (ga) : ft** (vnid) «(iv g )-e 

*S*i,*fl:<S*j (wr> ffrg-* (ivg) tteK-rs;: 
x@ ( g b) :S: (v g ) xm£tiz>ik&%> (kt, {b 

(Vg) fc»Er5£ifcfcS) oM««saS«r, 
l|RM¥5;:4:K:J:?K ffcfrtfc (I I g) Srfiail-Sr* 

5jSs£7 

Hfc64] 



(ga) 



Ar-S0 2 ci 
(VII Id) 



H,N-j}-Nff»- X4 -(^N— w 1 At -S-N-C— NR 3 — X4 -^"n— 

NH y 6 H NH W 

(IVe) (Vg) 



w 1 



(gb) 



o 

II 



Ar— g-w-^— NRta-X4 

O NH 

(HQ) 

[0 0 4 1] XS (ga) \C joV^T , (VIII 

d) tft;£* (ivg) fc<&«^KJSi::J:oT, \t&m 
(Vg) Sr«3ti-ari:As-e#a 0 «^s/sn, «itf 
(ivb) fcfb-e* (vc) or ^ KftSiSfcra 
:LTtr5-^/a 5 -e^So fta* (iv g ) tt, <b-& 

(IVe) SrfflVvC, a#AftO*ife*fctt*WCfli 

Cfc*«fei^«tf9, JJ5frr5^t^-e#So ft^fe (iv 

g) tt, (IVe) §\ S-^Myf 

—H-vt tr^XhV- (J. Org. Chem.) 13, 924(1 

948)fcE*<o#ffi*) . •5/T'#-5 KirOSlE 

^/W<f-* t^* (Helv.Chem. Acra) ,_29, 

324 (1946) £B*<0#«fe3O x fcitM, 

\sT (1, 3-Bis(tert-butoxycarbonyl)-2-methyl 
-2-thiopseudourea) fc <QixJ& (Mtfl rh^^Kn^ 
U^ — X (Tetrahedron Lett.) , 33, 6541-6542 (199 

2), *—H~y9 tr^^hV- 

(J. Org. Chem.) , 52, 1700-1703 (1987) KE^O^ 



[0 0 9 8] Ig (g b) ICJSV^C* fc-frft (Vg) £ 

»«»sjC^#l. w^i&sfe-f sr 19, fb^ 

(I I g) SrKigi-art*s-e*So *KISM:, Mfctf 
ffr&tt (Via) o«««R*tra«K:Lrff5it^ 

"CSS. 

[0 0 9 9] 1—8) fflMC&to (II) ©5fe, X 
x ^CR 3a R 3b ^fc6fb^ (KT, ffrS* (I I h) 

Ig (ha) (IVh) -e*SJx5fb^« («T, 

(IVh) fc»IB1-5rfct>*>S) 0* 

x® (hb) (vh) -essftaffrg* (^ATs fb 

^ffe (Vh) tlMM" 0>Ifi{ft»KJS£\ 
JBWT 5 fc J: *K (I ih) £&[£-r£r£ 

a*-?££o 

[{b6 5] 
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I* 



# 



Ar "^ X4 ^C N ~ 

(IVh) 



(ha) 



w 1 



R 3a 
I 

c 

I 

R3t) 



Ar-(Lx4H^Jvl- 



W 1 



(Vh) 



(hb) 



R3A 
I 



Ar— c— X4h^^n 
(llh) 



I 



— H 



[0100] xm (ha) tC&V^, fc-Mfc (IVh) 
£&LT, ffrg* (Vh) «:Sati-srt^#s 0 r 
A, 9 TATA'S bV^frisyy^ 



S^-CH (OH) -^CE 



5 DATA'S 

7\sv9X *9>\> fc KU KX (Reduction with Co 
mplex Metal Hydrides) Interscience, New York 
(1956). y-flvfa:^ — Ut'oL-X (Ch 

em. Soc. Rev.), 5, 23 (1976) , i/^t^ (Synthesi 
s), 633 (1974), JvU tfX v> T^y^7^ 

^Stf/V yf>fxf^- (J. Am. Chem. Soc.) 91, 
2967 (1969), *?*r—fAs *7 *—1S-y9 ^ 
^hV-Q. Org. Chem.), 29, 121 (1964), f-V -vt 179 
MX (Org. Reactons), 1, 155 (1942), TV^yr 
— 5— (Angew. Chem.), 71, 726 (1956), i/>±*/*(S 
ynthesis), 633 (1974), irzf i? T / 

tr^X^ yf/fxr^-lJ, Am. Chem. So 
c.) , 80, 2896 (1958), *~1f~y? !i7^^y 
X(0rg. Reactons), 4, 378 (1948), *7 

i? y*})%y trXXfr yiM^x^-Q. Am. 

Chem. Soc.) , 108, 3385 (1986)^tcElfeC0^fc5^ 
[0 10 1] ^^/^x/H(0-C R 3C (OH) — 

(r r-CR 3C ^, c^ry^^Si/Tt. ) ^3E* 



7^ K*<0#»AJRKjg*ffl^"C, ^xtfxy-^-A- 

yr^va^x *x ;y^5y^ irX^v 

irX(Grignard Reactions of Nonmetallic Substance 
s), Prentice-Hall: Englewood Cliffs, NJ, 1954, pp. 
138-528, y } y >;/X(0rganolithium 

Methods), Academic Press: New York, 1988, pp. 67- 

T K^V* h y ^ * b y - (Advanced 

Organic Chemistry), 5th ed. Wiley-Interscience: N 
ew York, 1992, pp. 879-981 $?IC1B«<A;£Sj*> SV^ttt 

(IVh) ft, ift^o^ffifcSVMi^rix^fliCfc* 

fe, Mil^i¥5-1 4 0 1 4 9, »§B5p6 — 2 0 6 
8 7 5, ^t-t/V tf-X *<f4%rj-A' &$Xh}) 
-(J. Med. Chem.), 37, 2292 (1994)^{CfBigc0^fo 

a V > ftztitzm c fc#a^ k l ^ o -cKig-r a r 1 35s 

-CtSo It (hb) l^l^T, (Vh) £J&{£ 

•siSKftu w^^tsr^ia?), \\&m (1 

Ih) S:»5fi+5Ct*"C#S 0 W^tfft^ 
ft (Via) <0JB«»RjiSfc[a«ie:LTfT5ri:^"et 

[0 10 2] 1—9) JDSJSKfc^* (I I) <Ob%, X 
^SC = C R 3a R 3b (5S* OlS-g-ttttlB t i^ic|g£^ 
i") -C&5ft£* («T\ {frg* (I I i) 

Ig(ia) : fb&tt (IVh) <D#A/#~A'£<0£|ft 
It (ib) (Vi) -e*SHSft^ (£AT\ ft 

(vi) tiB&is-ra^^^fes) (ommELfc*. 



mfcftoz.t\^& ] o, it&m (1 1 i) *wk*%z.t 

[ft6 6] 
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o > — ^ 

Ar— C— X4-7 n— 



(ia) 



w 1 




N — w 1 



(IVh) 



(Vi) 



(ib) 



Ar — c— X4 ^jn— h 

(Hi} 



IS (ia) ld*5^T, ft^^l (IVh) £iiySftf*jg 



(Vi) *«Si-art*-et5o AA^*^*© 
3C*R«itrtt, mvOd^^y-^v fc (Wittig)KJ&, 

-J- 7 Xy-^-x^t y X(Horner-Wadsworth-Em 

mons)Kl£\ tT— ^ — y V (Peterson) ^U- 7 >f WfcK 
jg, * (Knoevenagel) EJ&&*#*ff b 

JJ^* y$ h!J- (Advanced Organic Chemistr 

y), 5th ed. Wiley-Interscience: New York, 1992, p 
p. 879-98U */X (Organic Synth 

esis), coll. vol.5, 751 (1973). *—JS—y9 i/> 

(Organic Synthesis), coll. vol.5, 509 (197 
3), ^ytV7 (Synthesis), 384 (1984), 
2 yr^i/3^X(Org. Reactons), 15, 204 (1967) 



xftozt&x*%% 0 ie (i b) {cjev>r, i^>< 

(vi) &mmB3&iz.tt\s, w^^ts^tia 

I?, ft** (i i i) Srfiit-rarfc^-eta. 

tt, «*tf{frg* (via) ojttft«SJ6ira«lcLr 

[0 10 3] 1 — 10) Iffi^ft (I I) <ooh, 
X 1 ^c = N-R 3a -Cfe5ft^fe (ETF, (I I 

j) tv&Bi-z>z.thhZ>) }*, M£tf«T<oKj£5S;i 

IS (j a) (IVh) 0^;^=;i/S0fJ!l 

XS (j b) :S: (Vj) T?astt5{b^* (&T, ft 
^ (Vj) i^f^^Hfe^) ©Jtt««EJ&«\ 
WfcfrSrfcfcJ:^ ft^* (I I j) 

E)S?t 1 0 
Ift6 7] 



Ar 



— C— X4 -/ S N _ 



(ja) 



R 33 



(IVh) 



(jb) 



w 1 



N 

M 



Ar— c— X4 




N — W 1 



Ar— c— X4H^ n 



H 



(III) 

XS (j a) K*5V^t, ft£^ (IVh) £SSftt*3g 



(Vj) SrHitS^ims. 
gij^fcffli^ftaKIISi LTtt, fi&£;M 

V * V Jr—3!~ y$ hU- (Advanced Organ 

ic Chemistry), 5th ed. Wiley-Interscience: New Yor 
k, 1992, pp. 904-907, 7;^^at 
;V ?Vl— ;/ -fx/'* 3 ^X(0rganicFunctional 
Group Preparations), vol. Ill, Academic (1983) , n 



(Rodd* s Chemi story of Carbon Compounds), vol.1, p 
art C, Elsevier Publishing co. (1965) %f\ZS3M<D% 

XS (j b) Kfc^T, ft£* (Vj) SrJKffi: 

«Ej&icf*u w^ttsrtw?, ft£* (i 



(Via) <D^^SiSi:I^«^L-Cff5^^^-C# 



[0104] 1—11) (I I ) © 5 *>. 

X l !ftSCST?*>8ft** (^T. ffrg* (Ilk) tm 

Kigi-*:: l-fcfc>*>* 

Xa (ka) (IVh) CD^/l/j^/p: 



-37- 



IS (kb) (vk) -e&ztint&fo (SIT. ft 

** (vk) tm&-fz>zti>hz) vwmBU&is 

Mlkno^k\c£ ft** (I Ik) «r«»1-a::fc 



[ft 6 8] 



Ar-C-X4^>- 

(IVh) 



(ka) 



w 1 



Ar— C— X4 -J \| — 

\ / 



(Vk) 



(kb) 



Ar 



(Ilk) 



— H 



XS (ka) K*5V^-C, ft** (IVh) SraMSfcW: 
^St^&LT, ft** (Vk) Sr»iS-r-5it^* 
iiSKSUfcLTtt, fl*tf*ftW8|g#* #*U<tt, a 

-yv(Lawesson)Wai, I«ftl!)y> ffiftTKiif— 
•#Wfb*l5 a fcfijfctt. ^ (Synthesis), 
7, 543 (1991), — -f/P ^ ^7^!J*y ^ 
Stf/V yt-fxf^-(J. Am. Chem. Soc. ) , 106, 9 

34 (1984),^-^ v 5 r^y^y ^ 

^ yf/fxrvf-(J. Am. Chem. Soc.) 68, 769 (1 

946) mc&m<o^mi> z> v^r**tnc» 5 
rt*st?#So is (kb) k^-c. ft** (vk) 

MMMIEJ&fcftU W^^-r^^^ici 19, ft* 
(Ilk) «r«i£1-5 #KJfct*, 



Ar-COZ 3 
(Vm) 



HNRP* 



(ive) 



w 1 



tfft** (via) (Dift««s«:tisi«fcLrff5rt 

[0105] 1—12) mw&yo (1 1 ) <o5^ 

X'^CONR^feSft^ (KT, ft** (I I 
m) ^B&IB-TSr fctfcfi) £JLT^SJ6S;i 2 — 1 

IS (ma) :S (Vm) "C«*Jx5ft#« (£AT> ft 
** (Vm) i*tB1-*::i:fc*>S) £ft** (IV 
e) ££>*§*»&, 

IS (mb) : A (Vim) tf*S*t5flS-fr*b (£*T, 
ft** (Vim) fclfclM-Sr <b fcfeS) (DftflMEJft 
IHJtfrSrifc-kO, ft** (I Im) *»3Sr3 

12-1 
[ft 6 9] 



(ma) 



. Ar — C — NR 5 """^ —( \ — 

o 

(Vim) 



W 1 



(mb) 



Ar— C— NRP a ^X4 — 



IS (ma) iC*5V>t\ ft** (Vm) <hft** (IV 
e) fc ©IB^Kjefc <fcoT, ft** (Vim) SrJBfr*- 

6rt*-e#8. *6*rj£(*, «x.tfft-a* (ivb) 

fcflrf 



(vc) <7>rs wkB6fcn«KU-cff5^fc 

#-C*S 0 IS (mb) K*JV^T, ft** (Vim) ft 

J!l««KJSfc{+U w^iSfci-fsri^AO, ft** 
dim) *»3Si-Siifc3»tf*«. #K£tt, «itf 
ft** (via) oitt««SJEStra«lcLrff5rfc^ 

[0 10 6] IS (ma) <DlR)p|ft** (Vm) ft, 0IJ 



IS (mc) :ft** (VI lb) OT^^/UftSJC 
IS (md) : S (V I I I m) -C^£*x5ft** (« 

t, ft** (vi i im) tmBi-z>zkhh%) (Dm 

ifcJ:9, ft** (Vm) trXijrt-SiifcWtfSa. 

afca; 12-2 

[ft7 0] 



Ar^H 

(Vllb) 



(mc) 



Ar-COChi 



(md) 

Ar- COZ* 



IS (mc) fc*5lvt % ft** (V I I b) SrT-fefvl' 



(Vlltm) 



ft-fSwiKJ:^ ft** (VI l im) $:Mt5r 
b&-?%Zo -«ft47 5-f^?7y 
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(Friedel-Craf ts) BU&<D$ktt\£ koX'if 0 k&XZ 

s c r-fe?vwtr*> m&tmtT't^^m&mm^z 

4 9, »ffi?6-20 6 8 7 5 % ^ 
7^ h y — (J. Med. Chem.), 37, 2292 
(1994) m^m,(D^h S WtZMZ-m Ctcjj&%£\C L 

[0 10 7] XU (md) Mfc^T, ft** (VIII 
m) ZM{k-fZZb\Z.£ «9> ft*%> (Vm) % #(CZ 3 

ttS^ftSS *6lft^hy*AI£) <D&ftT 

rg. Synthesis), Coll. Vol. 2, 428 (1943), S^f— 
(J. Am. Chem. Soc), 66, 894 (1944) ^{£12® 

*> 5 v tttmz. oTfir 5 w bifiX<* 
So iftgdlSCT, Z 3 #t Kn^v^ST-feS 

ft** (vm) Yu*is;\s&*^mmmrtz>^t 



s C 7 . 16 75;^*^i/S 

7aiy^i/«E) -?&Sft** (Vm) *r«Srt-*;:i# 
-?£S 0 flitfr h 

V$ tr^^h})^— (AdvancedOrganic Chemistry), 5t 
h ed. Wiley-Interscience: New York, 1992, pp. 393- 
396,437-438, ay^S^y^ *—Jf-y? 
V^y^ — ^ — is 3 l/X (Comprehensive Organic Tra 
nsfonnations), VCH Publishers Inc. (1989) IS® 

[0108] 2 ) ft** ( I ) «To^«fe* ^ J: 

2 — 1) ft** (I) CO 5*>, X 1 ^S0 2 NR 3a T*fe 
Sft** (KT, ft** (lee) t IMBI" 5 £ <b t & 
S) te> »TOKffa;2 — ll!iJ:9«3l+6ri:*S"C* 

So "f ft** (V I I I d) W(lVee) 

^£tiSft** (KT, ft** (IVee) fcRMW 
SC<tt>fcS) ^Miaot, ft** (lee) 

5J£t£2- 1 
[ft 7 1 1 



Ar~S0 2 CI 

{Vllld) 



^ ^3 



(IVee) 



=0£3 



Ar X4 ~~-{^N-# — 



R 2 



*£;&*, mtfft** (ivb) £ft** (vc) 
<7>rs KfbEASfcWli»curtT5rt*-c*s 0 ft* 

(IVee) ft, a#^*P©*ife*)*V>a:tilfcJ|SCfc 
*fetCit)»jg-rSr^^-C#So ft** (IVee) 

W/W ^ ^ ^ h y - (J. Med. Chem. ) , 3_3 , 1 8 

80(199 Q)mzfflfc<D%m*it\*%ti\zmcizjjm 

[0 10 9] 2 — 2) ft** (I) <7)5^> X^S 



0 2 NHCONR 3a T&Sft** (£JLT, ft** (I f 
— 2^ < t<9©igi-Swi:^"e#So ft** 

(vi i id) i:7;^!JM^^ry»S (MOC 

N; ZZXMftT/l'Xy&m&TF-i'o ) <b£rraS£^fc 
£6lcft** (IVee) ££K:,J:o 

ft** (Iff) Sr*3Si-5^4#t»sS. 
ixJS5£2-2 
[ft7 2] 



Ar-S0 2 CI 
(Vllld) 



HNR 32 



(IVee) 



MOCN 



0 

Ar— S-N-C— NR 3a 
o n o 



- X4 -0- 



(Iff) 



=x^X3 




R 2 
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* 



«x.tf«rEi— 6) -cft^fc, fta* (vi 
i id) tfc&m (ive) fco«^Krt?fcRi*^tr 

[0 1 10] 2 — 3) ft&m (I) <Obh, X^S 
O z NHC ( = NH) NR 3a ^fc$ft^ («T, <fr& 
(Igg) iP»E1-Swi<»*>S) tt, «x.tfErF<0 



S^*2— 3te±«>i(j|rt-8c:t^"C**o fbi 



(V 



I i I d) W(ivgg) "e**tbS{^» (£AT> 

f^^j (ivgg) tm^-rzzthhz) tvm&s. 



Ar -S0 2 CI 
(Viiid) 



KJfc^; 2-3 

[fk7 3] 

/=VX3 — 



(Igg) Srjert-«r 



NH — N — ' 



(ivgg) 



R 2 



O 

Ar-S-N-C-NR 3 "-* 4 

O NH 



#&EJCtt, «*tfft^4fc (ivb) ifl:£* (Vc) 

(IVgg) tt, flji«ffr&4& (IVee) 

fk£* dvg) tn*icL-cj(sirt-«rfc*t?t8 0 

[0 111] 2 — 4) fk£* (I) 05*>, X^C 
R 3a R 3b ^&£{k£*l ( I h h) (»T, \\&m ( I h 





R 2 



dog) 



— 4icj;t)»it-ra-fc3&s-e#5 0 S (iv 

hh) "C**tbS{b^* (£*T, fk-S* (ivhh) t 

^/v^/Hlr^lt, (I hh) 

afca; 2-4 

[ft74] 



=wX3 



Ar -C- X4 H^N— x? — 



(IVhh) 



R 2 



R3a 

Ar-C-X4-(^y 



*S£tt, «*.fi*lEl — 8) -e^fc, ffr&W (IV 
h) <oi\&m (vh) ^oXJftKiS^^cUTfi 1 ?:: 



(iVhh) W\ i#^*po*ffi*> 



S^tt*ix^!|lCfc*fe, «xitf#BI¥5 — 1 4 0 14 

9. 4#gB¥6 — 2 0 6 8 7 5, tA> 

4 %rffl, >r 5 * h y — (J. Med. Chem. ) , 37, 2292 (1 

994) «&icE*<*>#fe*> z> v m***uc*p cttmmz Ltz 



I 




R 2 



[oii 1 ^ 2-5) fk^ft (i) co oh, x^c 

= CR 3a R 3b tfe§ft^ (J^T> {k£* (I i i) t 
B&E-TS -£*>&£) fi, «lx.«KTcoaeS:2— 5\c 

zvmtrzzttt-ztZo dvh 

£Sr£&LT, fk-&ft (I i i) Sr»5ti-5rtdS-C* 
•So 

RJg^C 2-5 
Utl 5J 



Ar- 




\ /=yX3 



(IVhh) 



R 2 



R 3 ! ^R3b 



Ar— C— X4 ~<^N— 




R 2 



*SJStt, WitflWBl — 9) *?*-<fc, >fk^ (IV 
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h) <oft&m (vi) ^<Dm»Rj&tmm\ci>xniz 

[0 113] 2 — 6) fte* (I) <D0h, X^SC 



(£AT> it^m (I j j) iteE1-*r. fct>&3) tt, 

«*.ttaTofiasst 2— 6 <t 9 jet-*- a ^ t #-c# 



£ e i-4to*>, fk^ft (iVhh) SrHSftttK&Kft 

(I j j ) Sr»ifti-SrtdS-CtS« 
R^2- 6 

[ft7 6] 



Ar- 



0 

C— X4 



(IVhh) 




R 2 



R 33 



=\^X3 



Ar _£_X4^ N -*-(3> 



R 2 



*sjC», #)*:tfMisi — i o) -ei&^fc, {ta* (i 
vh) <oi\&m (vj) ^(o«*K«tra«icLr?T5 

[0 114] 2 — 7) (I) 05*>, X^C 

s-efc*ffr&4fc (kt, (i kk) tmSE-rsr. 



(ID 

6 r*bt>, fb-fr* (ivhh) zim 

^3K=/u*K**br, fte* dkk) ^sm-rsr 

gjfca; 2-7 

[ft7 7] 



Ar 



/=vX3 



-8-"-0-»-0 



(IVhh) 



R 2 



=wX3 



Ar -6— X4 ^^ N _^ -hT^ 



R 2 



*SJCStt, «*:«fliei — 1 1) -eifc^fc, (I 

vh) <Dik&m (vk) ^aEKl»5iiBl*K:urff5 

[0 115] 2 — 8) ft** (I) *>5*>* X l #C 
ONR 3ft T?$)5ft^ (fiJLT, (I mm) fc 



Ar- COZ 3 
(Vm) 



■Birt-scfc^-cta. fta* (vm) <^b 

(IVee) fcOlB^RjfcKlioT, ffr&W (Im 
m) £JBgr*Cl 
2-8 
Mfc7 8] 



=v.X3 



HNF pa^X4-H(^N— )^ — <^~^ 



R 2 



(IVee) 



Ar -C- NFP a - X4 _ 



R 2 



(Imm) 



*Si£tt, «*tffl^tt (i vb) tit^m (vc) o 



[0 116] 3) >fb^ 
Mb 7 9] 



( I ) I*, 5t 



=wX3 



Ar— )0 — X4— ^jN-tf 



R2A 



(IXA) 
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[0117] 3 - 1 ) ft^ife ( I ) <Doh, R 2 #T 
[ft8 0] 



Ar — X 1 



X4 




-a" 



NO, 



*jl7cS^li> ttlEXS (bd) K*5tt$ 

ft^#> (vi ib) (Dm%Kfekw\m\zft?-t&vz 



(IXAa) 

So 3-2) ft£« (I) R 2 as**v?*lC 
[ft 8 1] 



Ar — X 1 



X4 



/ — V 



X? 



(IXAb) 




K*, #E*tt«rlBtB*til*:*+o ]-C3c$*i5ft£ 

H _ R 2Ab (iii) 

[St*, R 2Ab n, ^ti^c^r^^tfft^t 

th. ), I, 5 (1941)-^Methoden der Organischen Chemie 
(Houben-Weyl), Band XI/2, Georg Thieme (1958), p3 

[0 119] ft** (I) 4fctt*oia (ETF> 
ft^£lftfB1-5 ^ fftifcMCHg*fr» 

ft#J (WT, MCHfe^J^B&E-rS-^r^fcS) fl, * 

aft* 7^ k 

ty*A 7*. Vf. */K fchfc«»C# 

X.tfie9§S Mf£ICMinjfi£ (malignant mastocyto 
sis), ^Hf£J!E?i (exogenous obesity), «-< U 
yttlG^lffi (hyper insulinar obesity), i^JkSIH«(h 
yperplasmic obesity), TH{£t£fiEfS) (hypophyseal adi 



W^RKtt, ft-g* (II) <tft^#> (I I 

I) iolB^KlSfcraatcurtTS-t^-CtSo 
[0 118] 3-3) ft£* (I) ©5fe, R 2 ^ S S 

[ft 8 2] 



-a 



X3 



CN 



(IXAc) 



posity), MikJSt4J3ESS^(hypoplasmic obesity), W^k 
J&^&TIEWffi (hypothyroid obesity), m#TS&tt 
IE$5 (hypothalamic obesity), S:^£yESS^(symptomat 
ic obesity), /W/EJEffi (infantile obesity), 

(upper body obesity), -j£<fttJjE$l;GE (alimentary 
obesity), 14ttlt6<fiTttlE8S (hypogonadal obesity), 
^#tt!ESSiteiaS (systemic mastocytosis), ¥MttIE 
S (simple obesity), *^ttIEti$!j (central obesity) & 
if] , S^/Liiffi(hyperphagia), flMB*^ tt«f6l§| 

[0120] *»wft-e*tt, mmm. maM&wt 

»M«ftS, «BB«UE4if©fefifW««<D^B5 

•f&igm^Lrt>*rffl^fc5o £e>ic **wft^» 

[0121] *mw(oucH&mm&£rjmmmf&mx 

ZtlZtlik&to (I) (la) £, -^cO^^fcS 

[0122] «3ffi^te«cfF«$ji5fifrt ur 
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m. tmk wmh mmm^t^mm^m 
b y ^Aftifsftsaiitffejxs. mm\t lx^ 

^/Mr/Pn— ^p*#7M n— h y 
bKn^o^t/VP^ (L-HPC) fcifj&s* 
[0 1 2 3] **Jt L"Ctt, MfUt, 

/i/by:**y— ;wrs>\ 7£y/H»iw-hy 7 
y ;/* 4?©*BStt*fl ; «;ttf#y tr=/^r/i^-/K 

#y tr^/i^n y 

fc: Kn^S/^fvMz/l'n — t Kn^nt 1 
[0 12 4] mffli: LT«\ «itf, D 

a. bus, *^:/wfc4if0>aff 

^>^;vr;V3-;i/, y^^vi^TA^— /K ft 
[0 12 5] *»WOMCH*^*J^J:VE3lim«^*J 



»sk »ftatt#j> ttArtsttaik KieA^tMft 
^) , mi m. mrnmu mum**) > »m\ 

ffl£l£<D#mnmteZbl,Xs ftPW*fctt*ftp» 

[0126] ^XWOMCHttgtSII 1 ^^* (I) 
tM, &£Xf*%W<nmm&J&®*<Dfc&V9 (la) © 

^)60kg) icfiPtft-^-T 5^ 1 0 Sfc 5 

^n^pii^ra^-efcsft;^* (1) (1 a) t 

mg, S?>lc:ff*L<riJK5*V^L*Sll00mg^fc9, ^<^>fl 
Sri 0 l*V> L&mzftVX&Z-r 5 r i: #-ct 6 0 
[0 12 7] *38M»M(M^»J*J:VEI|BBrt*tt, 

tf rjt^^f&s^j , r«^^e^%j , tmch 

[0 12 8] ±12 rjfSfcfpif&ffclgj t LT(i > «x.tf>f 

JTT-501, GI-262570, MCC-55 
5 X YM-44 0, DRF-2 5 9 3, BM-13-1 
258, KRP-297, CS-01 lftif*S*lf 6tl 

7 If ^ K> Tir h^^r-y-^ K, ^y K*3<t 

^©r^!>Ai, ^y-<y^7^ K> i/y^y^ 
^y^ffiffiat»Jt urn, MH:^7y-K, 

T^y-K, KAD- 1 2 2 9, JTT-6 0 84WS 
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[0 12 9] tf^T^ KflliLTWu mtLtt* 
(w/w) %<7)^»^tf^ y ; 

yyft, ^77^yhfc5^iiif* (fl), iNs-i 
4£) t?*ortJ:v\ ft*5, ^f^y w 
a, 5t$a, *msu i^a* 

tf^ytf-*, S^y h-/K x^yr-F 
t£Z&mfbtiZ. 0 37Kl/ty VS*#fHBlj|li:L 
tli, #Jx.tfA J - 9 6 7 7, BMS — 1 9 6 0 8 5, 
SB-2 2 6 5 5 2, SR-58611-A, CP-1 
14271, L- 7 5 5 5 0 7ft£##tf kftSo ±15 

y.K ^7Ayy^K, U7^>\ BAY-27-99554 

[o 1 3 o] ±b m%m&&mmmM} t ltis, m 

b ; SNK-8 6 0 ; /^/H/^^y h ; AR I - 5 0 
9 ; AS-3 2 0 lft^^JffcixSo ^P4r— S/3> 

^nx^y^-^CPa^S^LTH, «i«NGF, LY- 
333531ft if^WfeJlS. ±B£WMct>* WAM^ft 

T^y h\ i/n^^y-;K af- 
-^yhK^^/K ^W^V (memantine) , tV^F 
y V (pimagedline ; ALT-711) taZftmi btlZo 

[0131] ±15 rmmmmft<Dmmm\ t lt 
azm-i 3 Diif^rffeixSo -k&mmtLx 

ft, Mx^i/yK-zK ^fxy^^yy^ 

£ 0 ±B£WMiit>* rMCMS©t#Ja^©SLJEj«Kj irt 

Ttt, ^Jx^yy^^^y, FPL-1 5 8 4 9, ER 
-2 3 0, OB protein, AZM-0 9 0, P 
-5 7, LY-3 5 5 1 0 1 44r#*ff btl&o 

tne r»««f&«jgj tut«^Lfci5 3rKut5y 



[0 13 2] ±|S rSjkJEf&S^J fc LTte, fllx.tfT 

/k (t&tt) x^yy/K y^y^y/K -r^^y 

/K ^if^y/K ^y^zf])/K 7^#:/y/K 

y A, L-27152, AL0671, NIF-121#£aS*tf 
/^f-/U^y, CS-866, E41773fcif^*Jf5)tbS« 

[0133] ±ia mmihfcfemm} t tru 
HMG-coA3»5c»*a*ii6, yjzfy-vmt&m 
t£Z&m*fb*iz>. hmg-co Amimmw^Wtt u 

*^*s*rf6*i5 0 7^^7-h^b^^L'C(t 09 
^tf-<ify>r^7-h, ^y/y>f^^-h, ^n7>f 

[0134] ±ia ra®^te^j fc brtt, «*.tf>r 

zf?xiy*>t£ z&mfbtiZo ±ia raapjaij 
as*tfe>jh,* 0 ±is rgL^o^j t m?u*. y 

/istt-fr?^ y;vtf*v$>, ^^7^y, 

[0135] ttCLfcftffi^x«o»^^»ine$ft 

i*rai*^awKfcLr#btt5¥-oj^joa^ 2) 

JWkU"C»6*ta 2«o«siora-a;#8K-c(Di^«p» 
^, 3) ucmftm*tzteum&j&®twmmmmt& 
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[0 13 6] 

y!>ASrffl^fc 0 ro /oJ ««piab4v^9fi*^— fev 
[0137] *Mjtt**-effiv^e>ixrv^*o«boii»-Sr 

s : J/y^I/y h (singlet) 

d : 9~7\/y h (doublet) 

t : h])zfU*y h (triplet) 

q : ^ T/Vt 1 y h (quartet) 

m : h(multiplet) 

b r : :/n — K (broad) 

J # ryT" y ^^ajTSIc (coupling co 

n s t a n t ) 

H z : ^tvy (Hertz) 
CDCi 3 : fi^nn^/U^ 



5 0 *fcT5/»teBBL***ttft:^*9»5»&tt, 



DMSO-d 
THF 
DMF 
DMSO 
WSCD 



WSC : 1 

1 h-nmr ^nhyW^rt (aMff^y-tt&c 

DC 1 g^-Ca^Ufco ) 
I R : ^RJK*^ hA- 
Me : t 
E t : ai^yl' 

HOB t : 1 -fc Kn^ri/- 1 H-^<>^ h U 
IPE:^yyn fc^oi— 7V^ 
DMA P : A-i?*i-;VT%; fc*y 
[0 13 8] *nMFf* *«^T$/»*if*rK#T? 
£^1"5*§£\ rtlb^BS-g-tt, I UP AC- I UB 
Commision on Biochemical N 
ome n c l a t u r e icj: *Bfr^fcSVM*3R#IJfc: 



DNA 

cDNA 

A 

T 

G 

C 

RNA 
mRN A 
d ATP 
dTTP 
dGTP 
dCTP 
ATP 
EDTA 
SDS 
E I A 
G l y 
Al a 
Va 1 
Leu 
I 1 e 
S e r 
Thr 
C y s 
Me t 
G 1 u 
Asp 
L y s 
A r g 
H i s 
Ph e 
Ty r 
T r p 
Pro 
A s n 
G 1 n 
pG 1 
Me 
E t 
Bu 
Ph 
TC 

f-S Kg 
[0 13 9] £ 

T o s 
CHO 
B z 1 



7^*vy tf&ft 
rr/^^Hy^s 

31^ u v v?T ^ >-E9gtS£ 
K^/HKK^ h y *A 
31 >fV A>f ^ / r >y ir-f 

^y^v 
/*y v 

■fe y ^ 
y 

h y -f h7r v 
/pyy 

9 As* % V 

31 fvvg 

7zn3i/H 
f7/yi/y-4 (R) 
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* 



» 



C 1 2 B z 1 

Bom 

Z 

C 1 -z 

;v 

B r -Z 

B o c 
DNP 
T r t 
Bum 
Fmo c 
#~/^ 
HOB t 
HOOB t 



2, 



: 3, 4-^tKn-3-tKn^> 
2, 3-^/^)7^ 
HON B : 1 - t 

-2, 3-^^^^ ^ K 

DCC : N, N' -^^n^^/V^/V/K 

9 M ^ K 

[0 14 0] *^*ffi#(DgE^mcoia^J#-^^, ^T^SB 
CSS^J#-^ : 1 ) 7 y hSLC-l£ ^ - K1-6cDNAO* ^ 
[gfi^lj#-^: 2] 7*; ^SLC-l£ 3- K^ScDNAO;* ^ 
CE?J## : 3] 7y hSLC-lO^T ^ y »E#l*r* 

-To 

new**: 4] 5'ffiiKsai m«mmtmm^n, *> 

tcVWlZSve lMffiM$M>tt1)U£tltc7 V hSLC-lcDNAcD 

[E?iJ#-^: 5] y v hSLC-l^CH0^te^#^a-V 
K*5 5 SIXMjnRNA<0»S*SrSI£1- 5 fc # fcftffl L fc 
y^fT'n— :/ (riboprobe) £r^1- 0 

QEflI##:6] t hSLC-lSrn— K1"*cDNA*rK#"t" 

CE#I**:7) fc hSLC-lSra— K-TScDNAS:2*« 
CE*!**: 8] t hSLC-l«r=i— K^-£cDNA£*£E 

[E^J#-^: 9) b hSLC-lo^T^/KEWSr^-r, 
(E^J## : 10) t hSLC-l(S)^:^- ScDNAO* 

[Eyj##: 12) t hSLC-l(L)*=i- K^«cDNA<0^ 
* y -~ >?\Z&m Lfc^DNASr^** o 
QBfll#* : 1 3) b hSLC-l(L)£=i- K1"5cDNA^^ 

CE*!!**: 14) 5'flJfcSal iRSfcE^JiWSnStU 



*fc3 f «|JCSpe lB«E?!ld5f+iP*nfct hSLC-l(S) cD 

[E^lJ#-^: 1 5) 5'WCSal iW^j^fflO^, 

IBKEMtff+inSttfct hSLC-l(L) cD 

NA<0£j££E*l*^*- o 

[E50##: 16) t hSLC-KS) *SCHOifMS:fcJ:tffc 
hSLC-l(L) JS^CHOjRBia©*^ n— ^^*5ltaSLC-lmRN 
A©*a**j||3£-t-5fc»lJ:flEfflLfcy^n--^ (rib 
oprobe) ^ttf^o 

[0141] 1 - 6 -C^fejxfcBW** : 

KtCiSJKJfteljMjc Escherichia coli DH10B/phSLClL8 

X*X*a*W363r (NIBH) iCftet^FERM 
BP-6632£ LT » ?^ll¥l^210 frbttm 
2fcA ■ XBBHfejff ( I FO) 1 FO 16 2 

[0 14 2] 

HUM] ##«i 

ifl^A^tt (WO 9 8/4 6 5 9 0#\ZtdM<Dj? 



1) 4-[l-[[3-(4,5-^t Kn-lH-2-^T 5^/!)^)7x 

^-7->f/v]-i->^^y y 3 

[ft8 3] 




3HQ 

ML£ 183-185^ 0 
X H NMR (CDC1 3 , free base) 5 1.10-1.40 (5H, m), 1.6 
0-1.80 (4H, m), 1.80-2.00 (2H, m), 2.39 (3H, s), 
2.55-2.70 (4H, m), 2.75-3.00 (9H, m), 3.49 (2H, 
s), 3.54 (2H, s), 3.78 (4H, s), 7.10-7.20 (4H, ra), 
7.25-7.45 (3H, m), 7. 60-7. 75 (4H, m). 
2) 3-[[4-[4-[3-[(2-p< ^)Vy^)V) * ^]-2, 3, 4, 5 

-Th7t K n - ih-3--< y x r t° >--7--f /l^] -4-^- y 
^/i/]-l-b°-<y i^nyi/]^ ^/wj-i-^y^y^/^^ 
W K 
[{b8 4] 




nx4 



*fi*£^o 150-152^ 

X H NMR (CDCI3) 61. 10-1. 40 (5H, 
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♦ 



m) , 1.6 0-1.8 2 (4H, m) , 1. 
84-2.05 (5H, m), 2.39 (3 
H, s) , 2.5 5-2.7 0 (4H, m) , 

2. 74-3. 02 (8H, m), 3. 45- 
3.6 0 (4H, m) , 7. 1 0- 7. 3 7 (5 
H, m) , 7.4 0-7.8 0 (6H, m) . 
7G*£*rffl C 35 H 44 N 4 0- 3H 2 0 t L"C 




1) 4-7;^n^;^P!l K (2.87ml) 8 
-*h*V-2 f 3, 4, 5 ~y" b 7 fc Kn - 1 H- 2 
-'O'XTiftfV (3.89g) , mtt*9V& (4.0g) fc 
H^fefry*^ (te&ft) <D^J-)V (150ml) 

tticSfi-c«Tbfco j»^*3i*BiaofHi«u mm 
- mmmt 4 : d 

n3,4,5-7f7t Kn-lH-2-^^XTif t: 0 ^ (5.52 

g) tr»fc. 

X H NMR (CDC1 3 ) 6 1.60-1.80 (2H, m), 2.80-2.95 (2H, 
m), 3.10 (2H, t-like, J=5. 2 Hz), 3.50 (2H, s), 3.7 
5 (2H, s), 3.82 (2H, s), 6.49 (1H, d, J=2.8Hz), 6. 
69 (1H, dd, J=2.8, 8.2Hz), 6.90-7.10 (3H, m), 7.20 
-7.30 (2H, m). 

2) ±121) Vmc2- [ (4-7;Vir a7i ~/l>>) ? 
-8-^ h^>-2,3,4,5-rh7t Ka-lH-2-^vXT^f 
y (5.32g) i48%ft-ft:7K*»«« (80ml) <0jB^«S:14 

o<c -e2^r^a#Ufc 0 ^m£-e#£P«L 7kfrTT8$ 

fexmiti- h y er^****flBv^rar/^ y tt (phk 

10) fcU »»3i^T?20ttfflLfc o »ffl*4rfiSi* 

t Kn^>-2,3,4,5-r h7t Kn-lH-2-O-XTi? tT 

y (5.69g) t«fi»*tLT#fc. 

*H NMR (CDCI3) 6 1.65-1.80 (2H, m), 2.70-2.85 (2H, 

m), 3.04 (2H, t-like, J=5. 2 Hz), 3.54 (2H, s), 3.7 
1 (2H, s), 6.24 (1H, d, J=2.6Hz), 6.55 (lH,dd, J= 
2.2, 8.0Hz), 6.91 (1H, d, J=8.0Hz), 7.20-7.35 (5H, 

m). 

3) ±IB2) tHfc2-[(4-7;Uto7x^)^;>] 
-8-t Kn^v/-2,3,4,5-r h7t Kn-lH-2-^^XTif 

t°y (5.0g) 1 1 -^f ;v 4- (3-3— K^ntf 

;V) -l-fcVy^;V^dr^l/-h (6. 3g) CON, 



IHM : C, 71. 15; H, 8.53; N, 9.48. 
IflgHfi: C, 71.52; H, 8.19; N, 8.98. 

[0143] 2 
t-^^/V 4- [3- [ [2- [ (4- 7 AO*" d7x ~/W) -2, 
3,4,5-T h7t Kn-lH-2-^yXT"^lfV-8-^/H^ 
lf/H-1-tr^y S^^/V'Tj^S/W— h 

Ub8 5] 




N O Me 
O Me 



N-^f;^;vA7 5 K (80ml) y * 

a (10. og) *to7L, 80t;-ei 2^iBWH^bfeo 

ftbtl1tfttti/V##A'j)7J>*U^b77y4'~ 

mmmm ; ^v^-sm^^ 1 9 : 1 ) ic^s 

*Wl/t* (7.2g) ^ifeiWtlti 

fc. 

*H NMR (CDCI3) 6 1.00-1.25 (2H, m), 1.46 (9H, s), 
1.60-1.90 (7H, m), 2.55-2.80 (2H, m), 2.80-2.90 (2 
H, m), 3.08 (2H, t-like, J = 5.4Hz), 3.48 (2H, s), 
6.70-6.80 (2H, m), 3.80 (2H, s), 3.87 (2H, t, J = 
6.4Hz), 4.00-4.20 (2H, m), 6.48 (1H, d, J = 2. 6H 
z), 6.67 (1H, dd, J = 8. 0, 2.6Hz), 6.90-7.10 (3H, 
m), 7.20-7.30 (2H, m). 
[0144] 3 

2-[ (4-7/U7t-u7=.~M [3- 
(4-f^P^) :/n#**/] -2, 3, 4, 5- 

rF7t Kn- 1 H- 2 -^^XTiffV 
[ft8 6] 

###J 2 -C#fc t-^fW 4- [3-[[2-[(4-7/Uto7i 
^ ^/V]-2, 3, 4, 5-7 IW P-1H-2-- <yX7ffc'y-8- 
$/] 7" xx fcM -1- fcT^ y ^ V* A^* * Y 
(7.1g) <Dft»3i^/l/»tt (30ml) fC4£®£flS*i|f- 

Ba^A** doomi) tasaic-cio*., 2 0#M&# 

ttSr«ET**i-S^i:K:J:i), *Mtt&m (5.lg) ft 

mp 88-89^(0*1^4 1 LT#fc 0 

*H NMR (CDC1 3 ) 6 1.00-1.25 (2H, m), 1.30-1.50 (2H, 
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m), 1.60-1.85 (7H, m), 1.90-2.10 (1H, br), 2.50- 
2.70 (2H, m), 2.80-2.90 (2H, m), 3.00-3.20 (4H, 
m), 3.49 (2H, s), 3.81 (2H, s), 3.87 (2H, t, J = 
6.4Hz), 6.48 (1H, d,J = 2.6Hz), 6.67 (1H, dd, J = 
8.0, 2.6Hz), 6.90-7.10 (3H, m), 7. 20-7. 30 (2H, m). 
5c*»*f« C 24 H 33 FN 2 0 • 0. 5H 2 0 t LX 
fl-SM: C, 74.04; H, 8.45; N, 6.91. 
SUM! : C, 73.82; H, 8.10; N, 6.74. 

[0 14 5] ##0«4 
8— [3— [1 — [ (3-^r;7x^;U) 
V v ? ^^]7 P n7K^r->]-2-[ (4- y z±~;V) 

* ^71/1-2,3,4,5-^ Yyt Kn -1H-2— <^Xrf 
tf^ 

Hb8 7] 




2 2 - [ (4-7^*13 731^) y?yl/| 
-8- [3- ^ntf*^] -2, 

3, 4, h^fc Kn- 

(500mg) t $tm% ]) (500mg) ©7t b ~ h U /W (25m 
1) S5«iK^, a-/D^-m- h V/V (198mg, 

0.83mmol) Sr£i&T?jRT Lfc. S^Sr^MT? 1 0 Bffffl 

1) fcJ;!!>»«LT* SIft^*07!)-ttS# (356m 

g) £mp 97^8t©*fc*t*i:L"C#fco 
X H NMR (CDC1 3 ) 6 1.10-1.45 (4H, m), 1.50-1.80 (7 
H, m), 1.85-2.05 (2H, m), 2.75-2.90 (4H, m), 3.09 
(2H, t-like, J = 5.2 Hz), 3.49 (4H, s), 3.81(2H, 
s), 3.87 (2H, t, J = 6.4 Hz), 6.48 (1H, d, J = 2. 6 

Hz), 6.67 (1H, dd, J = 8. 3, 2.6 Hz), 6.95-7.10 (3 
H, m), 7.20-7.30 (2H, m), 7.40 (1H, t, J = 7.4 Hz), 

7.50-7.60 (2H, m), 7.65 (1H, s). 
7C*4>*f« C 33 H 38 FN 3 0<*: LT 
W-WB : C, 77.46; H, 7.49; N, 8.21. 
^Rfit : C, 77.30; H, 7.57; N, 8.21. 

[0146] 5 

8-tKn^-2-[ (2-^f;V7x^V) * ^;V] 
-2, 3, 4, 5-Th7t Kn-lH-2-^yX7 

[ft8 8] 




Me 



1) a-M-o-^>l/y (3. 16ml) k8~*h 
*ci/-2 t 3, 4, 5-rh7t Kn-lH-2— <V 
XTiffcV (3.80g) SrffllvC, ##«2(01) 

®*fMrfT5£i:teJ:!K 8-^ h*i/-2-[ (2- 

^^/V-^ainyP) y^vl^-2, 3, 4, 5-rh7t 
Kn- 1H-2- 'O'XT-tffcfV (4.63g) Sr«lfi»^ 

X H NMR (CDC1 3 ) 6 1. 60-1. 70 (2H, 
m) , 2.19 (3H, s) , 2.7 8 (2 
H, t-like, J =5. 4 Hz) , 3. 
00 (2H, t-like, J = 5.4 H 
z) , 3.4 1 (2H, s) , 3.6 7 (3 
H, s) , 3. 73(2 H, s), 6.46 
(1H, d, J = 2. 6 Hz), 6.60 

(1H, dd, J = 8.0, 2.6 H 
z) , 6. 9 8 (1 H, d, J = 8. 0 H 
z) , 7. 0 0-7. 2 0 (4H, m) . 

2) ±E1) Xntz8-t h*i^-2- [ (2-*3- 
;vy^~;V) **-/u]-2, 3, 4, 5— rhyfcKn 
-iH-2-^yXrft fl y (4.63g) Sr^V^T, 
0D2O2) tl^«|0«^tT5 wtlCtf?, 8-tKn 
*i/-2-[ (2-^/>7x^) ^^/V]-2, 3, 
4, 5-rh7t Kn-lH-2-^X7ftV (4. 
37g) SrJHfejft«»t L"C#fco 

X H NMR (CDC1 3 ) 6 1.75-1.85 (2H, m), 2.26 (3H, s), 
2.80 (2H, t-like, J =5.0 Hz), 3.03 (2H, t-like, J 
= 5.0 Hz), 3.48 (2H, s), 3.70 (2H, s), 6.19 (1H, 

d, J = 2.6 Hz), 6.46 (1H, dd, J = 8.0, 2.6 Hz), 6. 

88 (1H, d, J =8.0 Hz), 7.00-7.30 (4H, m). 
[0147] 6 

t-^/W 4-[2-[ [2-[ (2-^5^:7^- 
M 3, 4, 5-fF7t Ka-1H- 

2-^^XT-tf fc?V-8 — IMttW^A'']- 1 - 

[ft8 9] 




Me 



7 n/u) 7«^]-2, 3, 4, 5-rh7t Kn- 
lH-2--<vXTif b°>- (3.94g) Srffl^T, 
2<Z)3) tlffl«©jft^SrfT5^fc(cj:0, ^Jgffc^ft 
(4. 8 1 g) fcttWftttlKWi: LX#fc 0 
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*H NMR (CDCI3) 6 1. 05-1. 30 (2H, 
m), 1.46 (9H, s) , 1.60-1. 
8 0 (7H, m) , 2.2 8 (3H, s) , 
2.60-2.80 (2H, m) , 2.86 
(2H, t-1 ike, J = 5.4 Hz) , 
3. 07 (2H, t-1 ike, J = 5.2 
Hz), 3.49 (2H, s), 3.81 
(2H, s) , 3.9 5 (2H, t , J = 
5.8 Hz), 4.0 0-4.2 0 (2H, 
m), 6. 54 (1H, d, J = 2. 6 
Hz) , 6.6 7 (1 H, d d, J = 8. 
0, 2.6 Hz), 7.05 (1H, d, 
J = 8. 0 Hz) , 7.10-7.3 0 (4 
H, m) . 
[0148] ###| 7 

2- [ (2-* s ?/\'7 = ~;l>) *^/U]-8- [2- 
(4 -V*<y aih^r>>] -2, 3, 4, 5 -T 

h7t Kn- 1H-2 — <>XT-&}?> 
Ut9 0] 




H 



Me 



##^6T?#fc t -ttfr 4-[2-[ [2-[ (2 - 
^^/W^o:^^) p*?W]-2, 3, 4, 5-fh7t 
Kn - 1 H- 2 —<yXT-g tfV- 8 — 
fVl"]- 1 -fcf^U i^tf/l'tf^v'W- b (4.81g, 10.1 

mmol) SrfflvvC, ##«3tl^«o«fPSrfi l 5^tlc:j: 

0, *J»ffr&4fc (3. 6 1 g) ^rap 74— 75t:c0Mfe 

USA t ur m^o 

X H NMR (CDCI3) 6 1.05-1.30 (2H, m), 1.50-1.95 (8 
H, m), 2.28 (3H, s), 2.50-2.70 (2H, m), 2.86 (2H, 
t-1 ike, J = 5.4 Hz), 3.00-3.15 (4H, m), 3.46(2H, 
s), 3.81 (2H, s), 3.94 (2H, t, J = 6. 2 Hz), 6.54 
(1H, d, J= 2.6 Hz), 6.67 (1H, dd, J = 8. 1, 2.6 H 
z), 7.04 (1H, d, J= 8. 1 Hz), 7.09-7.32 (4H, m). 
7C*»«f« C 25 H 34 N 2 0 1 1>X 
W-jWI:C f 79.32; H, 9.05; N, 7.40. 
%lttt:C a 79.00; H, 9.15; N, 7.32. 

[0 14 9] ##0»J8 
8-[2-[l-[ (4-WV y*~M 
\) h**/]-2-[ (2-^^wy^^/U) 

/H-2,3,4,5— r h^t Kn -lH-2-^i/XTiffc 9 V 

Hb9i] 




Me 



8- [2- ^h^vO -2, 3, 

4, 5-rF7t Kn-lH-2 -^VXT-tffcf^Srffl 

A H NMR (CDCI3) 6 1.20-1.80 (9H, m), 1.90-2.05 (2H, 
m), 2.27 (3H, s), 2.75-2.90 (4H, m), 3.07 (2H, t- 
like, J = 5.2 Hz), 3.48 (2H, s), 3.51 (2H, s), 3.8 
0 (2H, s), 3.93 (2H, t, J = 6. 4 Hz), 6.54 (1H, d, 
J = 2.6 Hz), 6.66 (1H, dd, J = 8. 2, 2.6 Hz), 7.04 
(1H, d, J = 8.0 Hz), 7.10-7.30 (4H, m), 7.44 (2H, 
d, J = 8.4 Hz), 7.59 (2H, d, J = 8. 4 Hz). 
[0 15 0] #%#J9 

4-[[4-[2-[[2-[ (2-^f/U7x^) * 
f"/W]-2, 3,4,5 -x h7t Kn-lH-2-^>-XTi?t 0 
V-8 — f M 3i^/V] - 1 - fcV< ]) * 

[ft9 2] 




##«8-e#fc8-[2-[l-[ (4-^T;7xx;U) ^ 
^/U]-4-t°^y h^V]-2-[ 
^i^V) ^^/V]-2,3,4,5-r F7t Kn-lH-2- 
^>-XTif fc°^£ffl^-£\ #%#|9 7<D1) ^raa©» 

f£Srfr5::£KJ:9, *H{fr&*Srmp I03-I04t:o4£ 

X H NMR (CDCI3) 5 1.20-1.85 (9H, m), 1.42 (3H, t, J 
= 7.0 Hz), 1.90-2. 10(2H, m), 2.27 (3H, s), 2.75- 
2.90 (4H, m), 3.07 (2H, t-like, J = 5. 2 Hz), 3. 48 
(2H, s), 3.53 (2H, s), 3.81 (2H, s), 3.93 (2H, t, 
J = 6.4 Hz), 4.33 (2H, q, J = 7. 0 Hz), 6.54 (1H, 
d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.2,2.6 Hz), 7.0 
4 (1H, d, J = 8.0 Hz), 7.10-7.30 (4H, m), 7.38 (2 
H, d, J = 8.4 Hz), 7.69 (2H, d, J = 8.4 Hz). 
7C*#*ftl C 35 H 45 N 3 0 2 • 0. 5H 2 0t IT 
H-JMt: C, 76.61; H, 8.45; N, 7.29. 
HWI: C, 76.72; H, 8.13; N, 7.61. 
[0151] #%0!J 1 0 

2- [ (2-^f;l^7xn;W) **?>V\ - 8- [2- 
[1- [ (3-vry7x^;V) - 4 - b°-< y 

^~/K|^b^>]-2, 3, 4, 5-rh7t Kp- 

lH-2-^^XTif b'V 2£&& 
MIS9 3] 
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* 



-8- [2- u-t^ye^/u) -2, 

3, 4, 5—r by t Kn- iH-2-*<>'XT<tf>'* 

X H NMR (CDC1 3 , y})—M.&) 8 1.20-1.90 (9H, m), 1. 
90-2.10 (2H, m), 2.28(3H, s), 2.75-2.95 (4H, m), 
3.07 (2H, t-like, J = 5.2 Hz), 3.49 (4H, s),3.81 
(2H, s), 3.94 (2H, t, J = 6. 2 Hz), 6.54 (1H, d, J 
= 2.6 Hz), 6.67(1H, dd, J = 8. 1, 2.6 Hz), 7.00-7.7 
0 (9H, m). 

7Cifc##HS C3 3 H 39 N 3 0 • 2HC1 • H 2 0<h LT 
frWffi: C, 67.80; H, 7.41; N, 7.19. 
(fi : C, 67.95; H, 7.57; N, 7.20. 



[0152] &%&\ 1 1 

2- [ (2-/^-/Uy^^/U) t^tV] -8- [2- 

[l- (4-^r/^y^yu) -4-tr^y^/v] 

^b*v0 -2, 3, 4, 5-fh7t Kn-lH-2- 
[ft9 4] 




HCI 



Me 

7 -C#/C 2 - [ (2-^^731^/1/) **f)V\ 
-8- [2- ^~A) :*h*S/] -2, 

3, 4, by t Kn- lH-2-"<^XT1f 

*H NMR (CDC1 3 , &g) S 1.00-1.50 (2H, m), 1. 

60-2.00 (7H, m), 2.28(3H, s), 2.70-3.20 (2H, br), 
2.80-2.95 (2H, m), 3.07 (2H, t-like, J =5.2 Hz), 
3.49 (2H, s), 3.50-3.70 (1H, br), 3.81 (2H, s), 3. 
96 (2H, t, J =6.0 Hz), 4.60-4.80 (1H, br), 6.54 (1 
H, d, J = 2.6 Hz), 6.66 (1H, dd, J =8.0, 2.6 Hz), 
7.00-7.30 (5H, m), 7.50 (2H, d, J = 8. 0 Hz), 7.71 
(2H, d, J = 8.0 Hz). 

7c|f##H6 C 33 H 37 N 3 0 2 • HCI -0.5H 2 0£:LT 
fr^ffi: C, 71.66; H, 7.11; N, 7.60. 
HKffi : C, 71.39; H, 7.16; N, 7.61. 
[0153] 1 2 

2- {y=.~)vt^M -7- [ 

^ F^^] -2, 3, 4, 5-fF7t Kn- 1H-2- 
9 5] 

\^J^y ■ 2HCI 

1) 7-*b*i>'-2 t 3, 4, 5-fb7t Kp- 



lH-2-'<yXTi?fc , V£ffl^T\ *#«2tra«©» 
«s*fr5£ t^J;9, t-^/U 4- [ [2- (7x 
—A^A) -2, 3, 4, 5-fh7t Kp-IH-2 

S^^/PaR^VU— h£mp 103-104° C^Sfeg 

X H NMR (CDC1 3 )6 1.10-2.10 (7H, m), 1.47 (9H, s), 
2.65-2.90 (4H, m), 3.09 (2H, t-like, J = 5.2 Hz), 
3.51 (2H, s), 3.79 (2H, d, J = 7. 6 Hz), 3.81(2H, 
s), 4.05-4.25 (2H, br), 6.59 (1H, dd, J = 8. 2, 2.6 
Hz), 6.71 (lH.d, J = 2.6 Hz), 6.84 (1H, d, J = 8. 
2 Hz) , 7. 20-7. 40 (5H, m) . 
7C*^«fffi C 28 H 38 N 2 0 3 £ LT 
frSffi: C, 74.63; H, 8.50; N, 6.22. 
Hftffi: C, 74.56; H, 8.40; N, 6.43. 
2) ±|B1) -C#fc t-^/U 4- [ [2- (7x 
—tVt^tV) -2, 3, 4, 5-fh7t Kn-lH-2 
-^VXT-^tfV- 7 — 'TA'] ^"^r^^^A] -1-fcf 

X H NMR (CDC1 3 , ^S)6 1.15-1.40 (2H, m), 1. 

65-2.00 (6H, m), 2. 64 (2H, dt, J = 8. 2, 2.6 Hz), 2. 
80-2.90 (2H, m), 3.00-3.20 (4H, m), 3.50 (2H, s), 
3.76 (2H, d, J = 6. 2 Hz), 3.81 (2H, s), 6.59 (1H, 
dd, J = 8.2, 2.6 Hz), 6.71 (1H, d, J = 2.6 Hz), 6. 
83 (1H, d, J = 8.2 Hz), 7.20-7.40 (5H, m). 
[0154] ##0iJ 1 3 

2- (7x^;M^) -7- [ [1- [ (4-i/7V 
y?L-)V) -4-t^y^A] * - 

2, 3, 4, 5-y* byt Kn- 1H-2-' <yX7ft p 

^ 2mmm. 

Ut9 6] 



2HCI 



1 2 -?#fc 2 - (7i=/Mf;l/) -7- [ (4 
-f^y^n/U) ^ h*^] -2, 3, 4, 5-7h7 

t Kn-iH-2-^VXTift°^ 2£SM£*fliVvt, # 
%fl4i:R*©II^Srff5ntlcJ:9, *Hfl:£4fe«r#l 

*H NMR (CDC1 3 , 7U-tI) 6 1.20-1.55 (2H, m), 1. 
65-1.90 (5H, m), 1.95-2.15 (2H, m), 2.80-2.95 (4H, 

m), 3.09 (2H, t-like, J = 5.2 Hz), 3.51 (2H, s), 
3.54 (2H, s), 3.79 (2H, d, J = 6. 2 Hz), 3.80 (2H, 
s), 6.59 (1H, dd, J = 8. 2, 2.6 Hz), 6.71 (1H, d, J 

= 2.6 Hz), 6.83 (1H, d, J = 8. 2 Hz), 7. 20-7. 40 (5 
H, m), 7.45 (2H, d, J = 8. 4 Hz), 7.60 (2H, d, J = 
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8. 4 Hz) . 

5c*#*HI C 31 H 35 N 3 0-2HCl-1.5H 2 0iLT 

ff^ffi : C, 65.83; H, 7.13; N, 7.43. 

: C, 65.90; H, 7.22; N, 7.37. 



[0155] &nWi 1 4 

t-*7f-A> 4- [ [2- (^^/l^fvU) -2, 
3, 4, 5-fh7t Kn- 1 H-2 --OXTif h°y- 
8 — f/V] t^V^f/U] - 1 -b 0 ^!) ^V^^^rV 

[{b9 7] 



on 



^0 Me 

8-^h*^-2, 3, 4, 5-r h7t Kn-lH-2 

m&<DWifei:M1kftiZb\z£9* xmtt&mtw 11 

6-118° C©SHfejBffit LT#fc 0 
X H NMR (CDC1 3 ) 6 1.10-1.40 (2H, m), 1.47 (9H, s), 
1.50-2.00 (5H, m), 2.65-2.90 (4H, m), 3.09 (2H, t- 
like, J = 5.2 Hz), 3.54 (2H, s), 3.73 (2H, d, J = 
6.2 Hz), 3.82 (2H, s), 4.05-4.25 (2H, br), 6.49 (1 
H, d, J = 2.4 Hz), 6.65 (1H, dd, J = 8. 2, 2.4 Hz), 

7.04 (1H, d, J = 8.2 Hz), 7.20-7.40 (5H, m). 
X*#*HI C 28 H 38 N 2 0 3 £LT 
IHttt: C, 74.63; H, 8.50; N, 6.22. 
: C, 74.44; H, 8.55; N, 6.10. 

[01561 ###J 1 5 
2- (7x-/Mf;l/) -8- [ 

p<h*C/|-2, 3, 4, 5-rh7t Kn-lH-2- 
[ft9 8l 



NH 

###J14-C##: t-Xf'A' 4- [ [2- 

-2, 3, 4, 5-rf7t Kn-lH-2--< 

yxrf t*y- 8 — f /u] ^s^^vi/i 

Z'ff?Zk\C£V, mmfc&VoZmv 103-105° C cote 

*H NMR (CDC1 3 )6 1.15-1.40 (2H, m), 1.65-2.00 (6H, 
m), 2.65 (2H, dt, J =8.2, 2.6 Hz), 2.80-2.90 (2H, 
m), 3.00-3.20 (4H, m), 3.54 (2H, s), 3.72(2H, d, 

J = 5.8 Hz), 3.83 (2H, s), 6.51 (1H, d, J = 2. 6 H 

z), 6.67 (1H, dd, J = 8.2, 2.6 Hz), 7.04 (1H, d, J 
= 8.2 Hz), 7.20-7.40 (5H, m). 

7G*#*rtt C 23 H 30 N 2 0 • 2HC1 • H 2 0 h LT 



tHMt : C, 62.58; H, 7.76; 
N, 6. 35. 

£Rt& : C, 62.64; H, 8.03; 
N, 6.07. 
[0157] #%^J 1 6 

2- i? -8- [ [1- [ (4-i/ry 

7i^) - 4 - t 0 ^ U v?~/U] * ~ 

2, 3, 4, 5-rf7t Kn- 1 H-2— O-XTif t° 
V 2*g$i£ 
[ft9 9] 

• anct 

##«15-C#fc2- -8- [ (4 

- fcV< 5 3*^) ^ h^r>>] -2, 3, 4, 5-fh7 
t: Kn- lH-2-^O-XTif t'V 2±&$^£ffil^T, # 
#^j4^r^co^^fi 1 5^t^J;i9, SJB^ft&mp 

105-107° COMfittfAt UT#fc c 
*H NMR (CDC1 3 ) 6 1.20-1.55 (2H, m), 1.60-1.90 (5H, 
m), 1.95-2.15 (2H, m), 2.80-2.95 (4H, ra), 3.09 (2 
H, t-like, J = 5.2 Hz), 3.54 (4H, s), 3.74 (2H, d, 
J = 6.0 Hz), 3.83 (2H, s), 6.50 (1H, d, J = 2. 6 H 
z), 6.66 (1H, dd, J = 8. 2, 2.6 Hz), 7.04 (1H, d, J 
= 8.2 Hz), 7.20-7.35 (5H, m), 7.45 (2H, d, J = 8. 
2 Hz), 7.61 (2H, d, J = 8.2 Hz). 
TC^Wffi C 31 H 35 N 3 0 • 2HC1 • 1. 5H 2 0£ LT 
tWffi: C, 65.83; H, 7.13; N, 7.43. 
(fit : C, 65.90; H, 7.22; N, 7.37. 



[0158] ###J 1 7 

2- {y ^^/V^^jV) -8- [2- [1- [ (4 -i/ 
77 7x^1 *<?JV] -4-^y^/U] ^ h^r 
->] -2, 3 f 4, 5-7 1 h7 t Kn- 1H-2— <VX 

lit 1 0 0 ] 



CN 



1) 8-^h*2/-2, 3, 4, 5-rh7bKn- 
lH-2--<yXr^fc 0 >'^^T, *#«2t|^«Oifk 

f^SrtT 5 C £ tcj: 9 , t-X^vw 4- [2- [ [2- 
(Usjs/i^^aO -2, 3, 4, 5-rf7t Kn- 
lH-2-^>Xr-^t°>'-8 ->f/l/] ah*^] rcf-yw] 



X H NMR (CDC1 3 ) 6 1.00-1.90 (9H, m), 1.46 (9H, s), 
2.60-2.80 (2H, m), 2.80-2.90 (2H, m), 3.09 (2H, t- 
like, J = 5.2Hz), 3.54 (2H, s), 3.83 (2H, s), 3.94 
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(2H, t, J = 5.8Hz), 4.00-4.20 (2H, m), 6.50 (1H, 
d, J = 2.6Hz), 6.66 (1H, dd, J = 8. 0, 2.6Hz), 7.04 
(1H, d, J = 8.0Hz), 7.10-7.40 (5H, ra). 

2) ±E1) -C#fc t-7fA> 4- [2- [ [2- 
{y^^;v^^;v) -2, 3, 4, 5-fF7t Kn- 
lH-2-^O-XTif ^^-8-^/^] t^f->] ^fvl/| 

^f^^^^tT^w^lCct^, 2- (y^;vt<? 

;U) -8- [ [2- ( 4 - y S^/P) ^/P] 

->] -2, 3, 4, 5-fh7t 

T-tffcf^Srmp 43-44° CcD#£g,P B <b LT#*io 

1 H NMR (CDC1 3 ) 6 1.05-1.30 (2H, m), 1.50-1.80 (7H, 

m), 1.85-2.05 (1H, br), 2.55-2.70 (2H, m), 2.80- 
2.95 (2H, m), 3.00-3.20 (4H, m), 3.54 (2H, s), 3.8 
4 (2H, s), 3.94 (2H, t, J =6.0Hz), 6.52 (1H, d, J 
= 2.6Hz), 6.67 (1H, dd, J = 8. 2, 2.6Hz), 7.05 (1H, 

d, J = 8. 2Hz) , 7. 20-7. 40 (5H, m) . 

3) ±152) "C#fc2- (7x-/MfyV) -8- 
[ [2- ( 4 - y v^/U) scf-AS] ^-^ri/] -2, 
3, 4, 5-7 1 Yy t: Kn- lH-2-^vXTif 

tt^£mp 83-85° C^fe^ffi £ LT#fc 0 
*H NMR (CDC1 3 ) 6 1.20-1.85 (9H, m), 1.90-2.05 (2H, 
m), 2.75-2.90 (4H, m), 3.09 (2H, t-like, J = 5. 2 
Hz), 3.51 (2H, s), 3.53 (2H, s), 3.82 (2H, s), 3.9 
3 (2H, t, J = 6.4 Hz), 6.50 (1H, d, J = 2. 6 Hz), 

6.66 (1H, dd, J =8.0, 2.6 Hz), 7.04 (1H, d, J = 8. 
0 Hz) , 7. 15-7. 35 (5H, m) , 7. 44 (2H, d, J = 8. 4 Hz) , 

7.59 (2H, d, J = 8.4 Hz). 
Tt^flHfi C 32 H 37 N 3 0£LT 
ff-SHB: C, 80.13; H, 7.78; N, 8.76. 
!OMK: C, 79.93; H, 7.95; N, 8.91. 

[0159] ###J 1 8 

8-;*h*^-2- (7i^Mf^) -2, 3, 4, 

[ftioi] 

8-/ Y*i/~2*, 3, 4,°5-fh7tKn-2-^ 
VXTif tfV- 1 -^Srffll^T, ###l2tf>l) 

*H NMR (CDCI3) 6 1.74 (2H, tt, J = 7.0, 6.6 Hz), 

2.67 (2H, t, J = 7.0 Hz), 3. 18 (2H, t, J = 6. 6 H 
z), 3.83 (3H, s), 4.78 (2H, s), 6.90 (1H, dd, J= 
8.4, 2.8 Hz), 7.02 (1H, d, J = 8.4 Hz), 7.20-7.45 
(6H, m). 

[0160] 1 9 

8-t (7x^;Mf;W) -2, 3, 



4, 5-fh7t Kn-2-^VXTifb 0 ^- 1 -^"V 
lit 1 0 2 ] 



#*«18-C»fc8-^hf>-2- (^mn/l^?- 
JV) -2, 3, 4, 5-x Yy t 

1 -*>SrJBvvt, #%0fl2tf>2) 4H«<DtW£ 
Srfr 5 - t £ 19 , *«{fr&*Srmp 153-155° c co$s 

X H NMR (CDCI3) 6 1.74 (2H, tt, J = 7. 0, 6.6 Hz), 
2.63 (2H, t, J = 7.0 Hz), 3.21 (2H, t, J = 6. 6 H 
z), 4.80 (2H, s), 6.90 (1H, ddd, J = 8. 4, 2.8,0.8 
Hz), 6.95 (1H, d, J = 8.4 Hz), 7.25-7.45 (6H, m), 
3.21 (1H, d, J = 2.6 Hz). 

[0161] ###J 2 0 
t-:/^A- 4-[2-[[l-^^ry-2-(^3i^/^^^-/U)-2,3, 

4,5-r Yy t K n -2--< y Xr f t° y-8->{ ;u] t ^ x 

lit 1 0 3 ] 




9X^tz8-\i Vu*i/-2- (y^^/U^^- 
/V) -2, 3, 4, 5-fh7fcKD-2-^yXTf 

t^-l-^£fl!^T, ##f32©3) tmm<D®ft 

&ftoZb\£&*), mm<\:&%)*mv 111-112° CCD&t 

X H NMR (CDCI3) 6 1.00-1.40 (2H, m), 1.46 (9H, s), 
1.50-1.85 (7H, m), 2.60-2.80 (4H, m), 3.18 (2H, t, 

J = 6. 4 Hz) , 4. 00-4. 20 (4H, m) , 4. 78 (2H, s) , 6. 8 
9 (1H, dd, J = 8.2, 2.8 Hz), 7.02 (1H, d, J = 8.2 
Hz), 7.20-7.45 (6H, m). 
Tn^^Wffi C 29 H 38 N 2 0 4 i:lt 
tf^H: C, 72.77; H, 8.00; N, 5.85. 
USHfi: C, 72.71; H, 8.09; N, 5.84. 

[0162] 2 1 

2- {y ^=^JV^^JV) -8- [2- (4-t^y^- 

;V) :xj>*i/] -2, 3, 4, 5 -T h 7 t Ko - 2 - 
^<yXTif V- 1 — 3f-V 
[ft 1 0 4 ] 




#*«2 0t?#fct-^f;v 4-[2-[[l-^y-2-(^^ 

8-Y/^]^^i/]^^/v]-i-k°^y h 
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H{fr£ttSnnp82-83° COifefeSHtft 

*H NMR (CDC1 3 )6 1.05-1.30 (2H, m), 1.50-1.85 (8H, 

m), 2.50-2.75 (4H, m) ( 3.00-3.15 (2H, m), 3.18 (2 
H, t, J = 6.4 Hz), 4.04 (2H, t, J = 6. 2 Hz), 4. 78 
(2H, s), 6.89 (1H, dd, J = 8. 2, 2.8 Hz), 7.01 (1H, 

d, J = 8. 2 Hz) , 7. 20-7. 45 (6H, m) . 
5E*£0fffl[ C 24 H 30 N 2 0 2 <hLT 
ttJMI : C, 76.16; H, 7.99; N, 7.40. 
SUMS: C, 76.11; H, 8.04; N, 7.40. 

[0163] ##0J 2 2 

8-[2-[l-[ (4-v'7;7i^) *^VW]-4-fc° 
s<V (7^^yv^^u) -2, 

3, 4, 5-fF7t Kn- 2 --<VXTif tV- 1 - 
*y 
[ftl 0 5] 




##W2"l1?#fc2- (7x^/Mf/H -8- [2- 
(4-^!)^) ^h*^] -2, 3, 4, 5 

h^t Kn- 2-^ <vxrf tfy- 1 -tf^Srjfl^T* 

rap 134-136° CO*feteS^ Ltft 
*H NMR (CDC1 3 )6 1.20-1.85 (9H, in), 1.90-2.10 (2H, 
m), 2.67 (2H, t, J =7.0 Hz), 2.75-2.90 (2H, m), 
3.18 (2H, t, J = 6.4 Hz), 3.52 (2H, s), 4.03(2H, 
t, J = 6.2 Hz), 4.78 (2H, s), 6.89 (1H, dd, J = 8. 

2, 2.8 Hz), 7.01(1H, d, J = 8.2 Hz), 7.20-7.40 (6 
H, m), 7.45 (2H, d, J = 8. 0 Hz), 7.60(2H, d, J = 
8.0 Hz). 

5c*£*Ht C 32 H 35 N 3 0 2 i:Lt 
f^flt: C, 77.86; H, 7.15; N, 8.51. 
HfHi: : C, 77.64; H, 7.29; N, 8.46. 
[0164] ##09 2 3 

t -^f /V 4- [ [2- (y^^/U^^;V) -2, 

3, 4, 5-rh7tKp-lH-2-^yXTfl:V 

h 

[ftl 0 6] 



O^Me 
Me 



7-^h^->-2, 3, 4, 5-ff7t Kn-lH-2 

mm<o&ft*m&n 5:^a9, sha^s™ 99 

-100° C<D«fe»ftfcLT#fco 
'H NMR (CDC1 3 )6 1.47 (9H, s), 1.60-2.00 (6H, m), 
2.80-2.95 (2H, m), 3.09 (2H, t-like, J = 5.2 Hz), 
3.25-3.45 (2H, m), 3.52 (2H, s), 3.60-3.85 (2H, 



m), 3.80 (2H, s), 4.44 (1H, tt, J = 6.8, 3.4 Hz), 
6.61 (1H, dd, J =8.4, 2.6 Hz), 6.73 (1H, d, J = 2. 
6 Hz) , 6. 84 (1H, d, J = 8. 4 Hz) , 7. 20-7. 40 (5H, 
m). 

[0165] ###J 2 4 

2- (y^-tvt^tv) - 7- [ ( 4 - fcV< U v^VU) 
-2, 3, 4, 5— r h7t Ko-lH-2- 

[ft 1 O 7 ] 

-2HCI 

2 3 t?#fc t - ^71/ 4 - [ [2- (^-A 
^/U) -2, 3, 4, 5-fh7t Kn-lH-2- 

^yxrf t*y-7-^;i/]t^r^] -l-txy^v 

X H NMR (CDC1 3 , ^y-Jgg) 6 1.55-1.85 (7H, m), 1. 
90-2.10 (2H, m), 2. 75 (2H, ddd, J= 12.6, 9.4, 3.0 
Hz), 2.80-2.95 (2H, m), 3.05-3.25 (4H, m),3.51 (2 
H, s), 3.80 (2H, s), 4.34 (1H, tt, J = 8. 4, 4. 0 H 
z), 6.61 (1H, dd, J = 8.2, 2.4 Hz), 6.73 (1H, d, J 

= 2.4 Hz), 6.83 (1H, d, J = 8. 2 Hz) , 7. 20-7. 40 (5 
H, m). 

[0166] &%ffl 2 5 

2- (7 ^u^V^^jV) - 7- [[l-[ (4-^7/7 
3, 4, 5-fb7t KD-lH-2-^yX7ftV 
Ut 1 0 8 ] 

##«2 4tftfc2- (7x^^f;V) - 7- [ (4 
- fcV* 9 $*=^) -2, 3, 4, 5-rh7t 

ko-ih-2 -^^xr-t? \f> 2mm&*Ri^Xs 
##«4 t wm<owt*'fr ?zk\c£v^ mmit-a-yo* 

X H NMR (CDC1 3 , ^y-iSS) 6 1.65-2.05 (7H, m), 2. 
31 (1H, ddd, J = 11.5,8.4, 3.2 Hz), 2.65-2.75 (2H, 

m), 2.80-2.90 (2H, m), 3.08 (2H, t-like, J= 5. 2 H 
z), 3.51 (2H, s), 3.56 (2H, s), 3.79 (2H, s), 4.31 

(1H, tt, J =7.2, 3.6 Hz), 6.60 (1H, dd, J = 8. 2, 
2.6 Hz), 6.72 (1H, d, J = 2. 6 Hz), 6. 82 (1H, d, J = 

8.2 Hz), 7.20-7.35 (5H, m), 7.45 (2H, d, J = 8.2 
Hz), 7.60 (2H, d, J = 8. 2 Hz). 
X*#*fltt C 3O H 33 N 3 0 - 2HC1 • H 2 Oi Lt 
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: C, 66.41; H, 6.87; N, 7.75. 
: C, 66.28; H, 6.98; N, 7.53. 
[0167] 2 6 

t-^/u 4- [ [2- (y^—frt^-tv) -2, 
3, 4, 5-r b?t: f> 

h 

[ftl 0 9] 



0 Me, 

1 J**™ 



a- 1 

8-^b^->-2, 3, 4, 5-rb7t Kn-lH-2 

t Lxmz 0 

X H NMR (CDC1 3 )6 1.47 (9H, m), 1.50-2.00 (6H, m), 
2.80-2.90 (2H, m), 3.05-3.20 (2H, m), 3.20-3.40 (2 
H, m), 3.54 (2H, s), 3.60-3.80 (2H, m), 3.81(2H, 
s), 4.25-4.40 (1H, m), 6.50 (1H, d, J = 2.6 Hz), 
6.69 (1H, dd, J =8.2, 2.6 Hz), 7.04 (1H, d, J = 8. 
2 Hz), 7.20-7.40 (5H, m). 
[0168] ##0»J 2 7 

2- (7i^;Mf/V) -8- [ (4-b'-<!; v^-AO 
-2, 3, 4, 5-f h7t Kn-lH-2- 

[ftl io] 



axo- 



2 6 -C#7t t -l/^VU 4- [ [2- (^^/W 
-2, 3, 4, 5-fh7fcFn-lH-2- 

5wi:IC<t«9, StMfc^Srmp 78-80° C^&^jgii 



'H NMR <CDC1 3 )6 1.50-1.80 (5H, m), 1.90-2.10 (2H, 
m), 2.69 (2H, ddd, J= 12.6, 9.6, 3.0 Hz), 2.80-2. 

90 (2H, m), 3.05-3.20 (4H, m), 3.54 (2H, s), 3.82 

(2H, s), 4.25 (1H, tt, J = 8. 4, 4.0 Hz), 6.51 (1H, 
d, J = 2.6 Hz), 6.69 (1H, dd, J = 8.2, 2.6 Hz), 

7.04 (1H, d, J = 8.2 Hz), 7.20-7.40 (5H, m). 

7C*#*fffi C 22 H 28 N 2 0«t LT 

tfgtt : C, 78.53; H, 8.39; N, 8.33. 

HIMt : C, 77.93; H, 8.20; N, 8.42. 
[0169] 2 8 

2- (7*s^f^) -8- [[l-[ {A-i/T/y 

znX/V) ^/1/1-4-tXy -2, 

3, 4, 5-r h7t Kn- 1H-2- <>-XTift°y 



[{bill] 

ca 0 joxL M 

-2HCI 

iMMfl2 7"e#fc2- (^mrvl/^^yi,) -8- [ (4 
-fcV^yv^/P) -2, 3, 4, 5-7 h7t 

Kn - 1 2iifflfe£«r/Bl*-t\ 

*H NMR (CDC1 3 ) 6 1.60-2.10 (6H, m), 2.10-2.40 (2H, 
m), 2.60-2.80 (2H, m), 2.80-2.90 (2H, m), 3.10 (2 
H, t-like, J = 5.2 Hz), 3.55 (2H, s), 3.56 (2H, 
s), 3.82 (2H, s), 4.10-4.30 (1H, m), 6.51 (1H, d, 
J = 2.6 Hz), 6.69(1H, dd, J = 8. 2, 2.6 Hz), 7.04 
(1H, d, J = 8.2 Hz), 7.20-7.40 (5H, m) 7.42 (2H, 
d, J = 8.2 Hz), 7.62 (2H, d, J = 8.2 Hz). 
7Ciff ##HB C 3O H33N 3 0 • 2HC1 • L 5H 2 0 t LT 
fl-Effi: C, 65.33; H, 6.94; N, 7.62. 
URtt: C, 65.39; H, 6.97; N, 7.39. 
[0170] ###J 2 9 

7-fcKn^r^-2- (y zi^/lsj^/u) -2, 3, 
4, 5-rb7t Kn - 2 -^vXTif 1 
[ftl 1 2] 




7-y h=5ri/-2, 3, 4, 5 -7" h 7 fc Kn - 2 

yxrf^y-i-ty^^t, #*«2oi) *3i 

2^2) infltofftf^^ jiil&f? 5 £ £tc«fc IP , 
ftHft^Srmp 168-170° C<Dm&ffiMk LX#fc 0 
A H NMR (CDC1 3 ) 6 1.60-1.85 (2H, m), 2.55 (2H, t, J 
= 7.0 Hz), 3.17 (2H, t, J = 6. 2 Hz), 4.77 (2H, s), 
6.56 (1H, d, J = 2.6 Hz), 6.69 (1H, dd, J= 8.2, 
2.6 Hz), 7.20-7.40 (6H, m), 7.50 (1H, d, J = 8. 4 H 
z). 

[0171] ##0J 3 0 

2- (y^-frt^-fr) -8- [2- (4 - t°xiy 
;V) -2, 3, 4, 5-Tl^7tKo-2- 

^yxrffy- 1 -^-v 
[ftin] 




#%W2 9-Cftfc7-fcKn^i/-2- 

A-) -2, 3, 4, 5-T- f7t 

tfV- 1 -tf-VSrffi^T* ###J2(D3) io<tU^##^J 
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1 H NMR (CDC1 3 )6 1.05-1.30 (2H, m), 1.50-2.00 (8H, 
m), 2.50-2.75 (4H, m) f 3.00-3.15 (2H, m), 3.18 (2 

H, t, J = 6.4 Hz), 4.02 (2H, t, J = 6. 0 Hz), 4. 79 

(2H, s), 6.63 (1H, d, J = 2. 6 Hz), 6.82 (1H, dd, J 
= 8.4, 2. 6 Hz) , 7. 20-7. 40 (5H, m), 7.68 (1H, d, J 

= 8.4 Hz). 
[0172] 3 1 

7-[2-[l-[ (4-^ry7x^;U) ^^/W]-4-b° 
/<])^;l/]xF^>]-2- {yzL-)V*7-)\s) -2, 
3, 4, 5 -r h 7 b Kn - 2 -^yXTf t°y- 1 - 

litl 1 4] 




###J 3 0 2 - {y^=-/V^^-;V) -8 - [2- 

(4-fc^y ^yW) ^h*^] -2, 3, 4, 
h=>fc Kn- 2— <^XTif tT^- 1 -^Sr/H^T* 

mp 111-113° COiSfettAfc L/C»fc a 

1 H NMR (CDC1 3 ) 6 1.20-1.85 (9H, m), 1.90-2.10 (2H, 

m), 2.69 (2H, t, J =7. 0 Hz), 2.75-2.90 (2H, m), 
3.19 (2H, t, J = 6.4 Hz), 3.52 (2H, s), 4.02(2H, 
t, J = 6.2 Hz), 4.77 (2H, s), 6.63 (1H, d, J = 2. 8 

Hz), 6.82 (lH,dd, J = 8. 2, 2.8 Hz), 7.20-7.50 (7 
H, m), 7.60 (2H, d, J = 8. 4 Hz), 7.68(1H, d, J = 
8.8 Hz). 

7G*#*HI C 32 H 35 N 3 0 2 <t LT 
UMU: C, 77.86; H, 7.15; N, 8.81. 
%MK: C, 77.72; H, 7.04; N, 8.54. 
[0 17 3] ##0ij3 2 

8-tKD^>'-2-[ [2- (hVy/^vtJ-Jl') 
y^)V\ ^/V]-2, 3, 4, 5-fb7t Kn- 
1 H- 2-^yXTif \f> 
[ftl 1 5] 




oa 



OH 



1) 8-*h*S/-2, 3, 4, 5-fh7tKn- 

- {Y y )y^u^^-;V) y^z^;V~] 7<fvV]-2, 

3, 4, 5-rF7t Kn- 1 H- 2--<VXTif tfV 

X H NMR (CDC1 3 ) 6 1. 70-1. 85 (2H, m), 1.80-1.90 (2H, 
m), 3.06 (2H, t-like, J = 5.6 Hz), 3.74 (5H, s), 3. 
77 (2H, s), 6.69 (1H, d, J = 2. 8 Hz), 6.68(1H, dd, 



J = 8.2, 2.8 Hz), 7.06 (1H, d, J = 8. 2 Hz), 7.31 
(1H, t, J = 7.6 Hz), 7.50 (1H, t, J = 7.6 Hz), 7. 
61 (1H, d, J = 7.6 Hz), 7.81 (1H, d, J = 7. 6 Hz). 
2) ±fSl) Xntc8-t h*V-2-[ [2- (h 

!)7;i/tn^^) y^—su] 3, 4, 

5-fh7t Kn — 1 H— 2 -^yX7f t'y^fflv^ 
T s ##0»J5O2) fcHSI^lftf^SrfTP-tt-J:!?, * 
Sib^Srmp 205-207° C <Dm&1&Mi t LX'&ft* 
L H NMR (CDC1 3 ) 6 1. 80-2. 00 (2H, m) , 2. 80-3. 00 (2H, 
m), 3.30-3.60 (2H, m), 4. 25-4. 70 (4H, m), 6.58 (1H, 

d, J = 2.2 Hz), 6.74 (1H, dd, J = 8. 2, 2.2Hz), 7. 
07 (1H, d, J = 8.2 Hz), 7.69 (1H, t, J = 7. 8 Hz), 
7.80-7.95 (2H,m), 8.22 (1H, d, J = 7. 8 Hz), 9.30- 
9.80 (1H, br.). 

[0174] 3 3 

t-^sU 4-[2-[ [2-[ [2- (h!J7;^P 
t^/V) 7x^] **W]-2 f 3, 4, 5-rh7 
t Kn - lH-2-^<>'Xr-^tf>-8— r/^^^fv-] 
a^AO- 1 -tV^y *?>%/u>tf*i/v— K 
[ft 1 1 6 ] 



0 Ma 



^3 

###J 3 2 -C#fc, 8-fc Kn*S/-2-[ [2- (h 
!)7^*pyf/H :7m^/!/| *fyl/]-2, 3, 4, 
5-rF7t Fn-1 H— 2 -^yXTf 

##0tj2tf>3) fcR«©»f^SrfT5^fc^J:9, ^ 

X H NMR (CDC1 3 ) 6 1. 00-1. 30 (2H, m), 1.46 (9H, s), 
1.60-1.80 (7H, m), 2.60-2.80 (2H, m), 2.80-2.90 (2 
H, m), 3.06 (2H, t-like, J = 5.4 Hz), 3.73 (2H, 
s), 3.76 (2H, s), 3.93 (2H, t, J = 5. 8 Hz), 4.00- 
4.20 (2H, m), 6.48 (1H, d, J = 2. 8 Hz), 6.66 (1H, 
dd, J = 8.2, 2.8 Hz), 7.05 (1H, d, J = 8.2Hz), 7.3 
2 (1H, t, J = 7.6 Hz), 7.50 (1H, t, J = 7. 6 Hz), 
7.61 (1H, d,J = 8.0 Hz), 7.82 (1H, d, J = 8. 0 Hz). 
[0175] ###J 3 4 

2-[ [2- (MJ7;vta^f;v) y*~;v] **f-)V\ 
-8- [2- ( 4 - y?s< y ^K3r>>] -2, 

3, 4, 5 - r F 7 t Kn - 1 H - 2 -- <yXT f t:V 
lit 1 1 7 ] 



%W 3 3 t - 4 -[2 -[ [2-[ [2 
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3, 4, 5-rh7t Kn- lH-2--O-XTift 0 y 

- 8 - <i AO $/] - 1 - y v * 

X H NMR (CDC1 3 ) 6 1.05-1.30 (2H, m), 1.50-1.80 (6H, 
m), 2.50-2.70 (4H, m), 2.80-2.90 (2H, m), 3.00-3. 
15 (4H, m), 3.74 (2H, s), 3.78 (2H, s), 3.93(2H, 
t, J = 5.8 Hz), 6.49 (1H, d, J = 2. 8 Hz), 6.67 (1 
H, dd, J = 8.2, 2.8 Hz), 7.05 (1H, d, J = 8. 2 Hz), 
7.32 (1H, t, J = 7.6 Hz), 7.50 (1H, t, J = 7. 6 H 
z), 7.61 (1H, d, J = 7.8 Hz), 7.82 (1H, d, J = 7. 8 
Hz). 

[0176] 3 5 

8— [2— [1 — [ (4-Vry7x^P) p«^]-4-t*^ 
yi/-;V]xhdr->]-2-[ [2- (MJ7/V^a^f 
;v) 7*~/U] ^f;U]-2,3,4,5-rf7t Kp-1H 

[ftl 1 8] 




#*«3 4T#ft2-[ [2- (M)7/Utn^f;V) 
y^^/V] ^^]-8- [2- ( 4 - b*^ y v^V) 
^b*^] -2, 3, 4, 5-f h7t Kn-lH-2 

*H NMR (CDCI3) 6 1. 20-1. 80 (9H, m), 1.85-2.05 (2H, 
m), 2.75-2.90 (4H, m),3.06 (2H, t-like, J = 5. 4 H 
z), 3.51 (2H, s), 3.74 (2H, s), 3.77 (2H, s), 3.92 

(2H, t, J = 6.2 Hz), 6.49 (1H, d, J = 2. 6 Hz), 6. 
66 <1H, dd, J =8.2, 2.6Hz), 7.04 (1H, d, J = 8.2 H 
z), 7.31 (1H, t, J = 7.6 Hz), 7.40-7.65 (6H, m), 
7.82 (1H, d, J = 7.6 Hz). 

[0177] #%#J 3 6 
8— [2— [1— [ (2-^nP-4-^T/7x^) 
/V]-4-tf^<y^/U]3ih^^]-2-[ [2- (hi) 7 
/Ktf-n^/l') 7*~/W] ^f^]-2,3,4,5-Th7t 
Kn-lH-2— <>Xrf t°y 



ci 




##«3 4-C#fc2-[ [2- (h!)7;i/tn^f;v) 
>fvi,]_8- [2- (4-t 9 -<y^/W) 
^h^r^] -2, 3, 4, 5-rF7t Kd-IH-2 



X H NMR (CDCI3) 6 1. 20-1. 95 (9H, m), 2.00-2.20 (2H, 
m), 2.70-2.95 (4H, m),3.06 (2H, t-like, J = 5. 2 H 
z), 3.60 (2H, s), 3.74 (2H, s), 3.78 (2H, s), 3.93 
(2H, t, J = 6.4 Hz), 6.49 (1H, d, J = 2.6 Hz), 6. 
67 (1H, dd, J =8.0, 2.6 Hz), 7.04 (1H, d, J = 8. 0 
Hz), 7.31 (1H, t, J = 7.6 Hz), 7.45-7.65 (4H, m), 
7.68 (1H, d, J = 8.0 Hz), 7.82 (1H, d, J = 7. 6 H 
z). 

[0178] ###J 3 7 

2- {7 -8- [3- (4 -fcV<y V~ 

;V) - 2, 3, 4, 5-rh7tKo-l 

H-2-^O-XTif fcfV 
lit 1 2 0 ] 



1) 8-^h*S/-2, 3, 4, 5-fh7t Kd- 

f££f?5 w b\Z£9* t-^^ 4- [3- [ [2- 
(:7:c=:/M77l/) -2, 3, 4, 5-Th7tKP- 
lH-2-^^XT-ift°>-8— f/V] 7 p nt p 

*H NMR (CDCI3) 6 1.00-1.45 (4H, m), 1.46 (9H, s), 
1.60-1.85 (7H, m), 2.60-2.80 (2H, m), 2.80-2.90 (2 
H, m), 3.10 (2H, t-like, J = 5.4 Hz), 3.54 (2H, 
s), 3.83 (2H, s), 3.88 (2H, t, J = 6. 4 Hz), 4.00- 
4.20 (2H, m), 6.50(1H, d, J = 2. 6 Hz), 6.66 (1H, d 
d, J = 8.2, 2.6 Hz), 7.04 (1H, d, J = 8. 2 Hz), 7.2 
0-7.35 (5H, m). 

2) ±151) t-:/^ 4- [3- [ [2- 

(y^-frf^M -2, 3, 4, 5-fh7t Kn- 

lH-2-^OXTifb 0 y-8->f )V\ /at 6 

*H NMR (CDCI3) 6 1. 00-1. 50 (4H, id), 1.65-1.85 (6H, 
m), 2.25-2.40 (2H, m),2.60 (2H, dt, J= 12.0, 2.2 
Hz), 2.80-2.90 (2H, m), 3.05-3.20 (4H, m),3.54 (2 
H, s), 3.83 (2H, s), 3.88 (2H, t, J = 6.6Hz), 6.51 

(1H, d, J = 2.6 Hz), 6.67 (1H, dd, J = 8. 2, 2. 6 H 
z), 7.04 (1H, d, J = 8.2 Hz), 7.20-7.35 (5H, m). 

[0179] 3 8 

8- [3- [1 — [ (4-Vr;7x=;I/) ;*3vl/]-4-fcV< 
!)v?=;H^p^i/]-2- (7aL~;ls*?-;\,) -2,3, 
4,5-r h7t Kn-lH-2-^O-XT-tf fcTV 

[ftl 2 1] 
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##W3 7tfftfc2- (7 -8- [3- 

7^P^^r^] -2, 3, 4, 5- 

«4 1 n*foi»^srff 5 -£ic<fc v . %Mi\&m*m& 

*H NMR (CDC1 3 ) 6 1. 20-1. 80 (11H, m), 1.85-2.05 (2H, 
m), 2.75-2.90 (4H, m), 3.10 (2H, t-like, J = 5.4 
Hz), 3.51 (2H, s), 3.54 (2H, s), 3.84 (2H, s), 3.8 
7 (2H, t, J = 6.6 Hz), 6.51 (1H, d, J = 2. 6 Hz), 
6.66 (1H, dd, J =8.2, 2.6 Hz), 7.04 (1H, d, J = 8. 
2 Hz), 7.20-7.55 (5H, m), 7.44 (2H, d, J = 8. 4 Hz), 
7. 60 (2H, d, J = 8.4 Hz) . 
[0180] ###1 3 9 

7-tKn*^-2-[ {2-* s ?J>\'7x.=.jV) tf-As] 
-2, 3, 4, 5-rh7t Ko-lH-2-^yXr 

iffy 

lit 1 2 2 ] 




Me 



1) a-yn^-o-^l/y (3.97ml, 29. 6mmol) 
Sr. 7-*b*5/-2 f 3, 4, 5-rF7t Kn- 1 
H-2-^yXT-tffcfy (5.00g, 28.2mmol) , 

(4.0 g ) iaWWJJA (tt&ft) o^*/- 
?v (150ml) !B»«i-^-eJBTLfco S^*Sr3«pra 
AllMHtU *KMiffiT«*LfcflL Sac«r*-»» 

u «**R^^*^*A-ettj»«, jgjg 

4 : 1) \ZX f9»aiUT, 7 h**>-2-[ (2- 
^f;i^7x^) ^/Kl-2, 3, 4, 5-rh7t 

(6.7lg) Srf*fe*« 

*H NMR (CDCI3) 6 1.60-1.90 (2H, m), 2.28 (3H, s), 
2.88 (2H, t-like, J =5.4 Hz), 3.07 (2H, t-like, J 
= 5.4 Hz), 3.46 (2H, s), 3.80 (3H, s), 3.81 (2H, 

s), 6.62 (1H, dd, J = 8. 0, 2.6 Hz), 6.73 (1H, d, J 
= 2.6 Hz), 6.90 (1H, d, J = 8.0Hz), 7.10-7.35 (4 

H, m). 

2) ±151) -Z%tz7-t h*S/-2-[ (2-7*^ 
;V7x.~;V) pt^;U]-2, 3, 4, 5-f h7t Kn 
- 1 H- 2 -<<lsXTM\*l/ (6.71g, 23.8mmol) £48% 
£{b*C*»8« (80ml) oa^SrHOt: -e2«fB«# 



^JBffc'&tt (5.69g) d5mp 148-149 < t:cD#feSf B i: 

*H NMR (CDCI3) 6 1.70-1.85 (2H, m), 2.27 (3H, s), 
2.83 (2H, t-like, J =5.4 Hz), 3.08 (2H, t-like, J 
= 5.2 Hz), 3.48 (2H, s), 3.80 (2H, s), 6.50 (1H, 

dd, J = 8.0, 2.6 Hz), 6.61 (1H, d, J = 2. 6 Hz), 6. 

82 (1H, d, J =8.0 Hz), 7.10-7.30 (4H, m). 
[0 18 1] ###J4 0 

7—^ b*i/— 3— (7x^f/l/) —2, 3, 4, 
5-rh7t Kn— 1 H-3-<yX7ftV 
[ftl2 3] 

1) S—^ b^>—2 f 3-^fcKP-lH-3-^< 

yxrf fy-2-ty (9. o g , 47. 5mmo 

1) <D^$ J—)VWfc (2 0 0ml) 5%Pd/C 
h3r->— 2, 3, 4, 5-fh7tKn-lH-3-^ 

yxrftv-2-ty (8. 3 g) £\ mp 162 

— 1 6 3X;<nm&ftik&k br#fc 0 

*H NMR (CDC 1 3 ) 6 3.06 (2H, t, J = 6. 2 H 
z), 3.49 - 3.60 (2H, m),3.78 (3H, s), 3.81 (2H, 
s), 6.0 (1H, br, NH), 6.69 (1H, d, J = 2. 6 Hz), 6. 7 
6 (1H, dd, J = 2.6, 8.4 Hz), 7.04 (1H, d, J = 8. 4 
Hz). 

2) ±8B1) -C#fc8— * b*is— 2, 3, 4, 5 — 
7h7t Kn — 1 H — 3 — ^yXTffV — 2—^r> 

(3. 5g, 18. 5 mm o 1 ) <D"r by M Yny y ^ 
mm (3 0 0ml) **ftyf!?A7;V^!)rA 

(1. 4g, 36. 8mmol) SrSa^fcfoJPx. 
fc 0 JS^*4I^K*JRa»ltL^:», JftifrU «#TK: 
7k (2. 8ml) , Rvv^i o%*»{fc^h y £*zk* 
« (2. 2 4ml) MTtt Sfi-C 1 4 «fBI}«» 

4tT, 7—^ h^i/— 2, 3, 4, 5-rh7t Kd 

— 1 H — 3 — ^yXTf fc'y (3. Og) 0>ffi£fifc*S: 

3) ±152) T#fc7— ^ 2, 3, 4, 5 — 
7h7t Ko — 1H — 3 — ^<yX7f (1. Og 

swb^fe (i. 05 g ) ^war# 

X H NMR (CDC 1 3 ) 62.55 - 2.68 (4H, m), 2.8 
1-2.91 (4H, m), 3.64(2H, s), 3.77 (3H, s), 6.58 
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- 6.68 (2H, m), 6.99 (1H, d, J = 8. 4 Hz), 7.18 - 
7.40 (5H, m). 
[0 18 2] ##0U4 1 

7— fc Kn^y— 3— (7xn;vyf;V) — 2, 3, 
4, 5— r h7t Kn— 1 H — 3 — ^yX7f 
[ft 1 2 4 ] 



Q 



GO" 



4 0 7 — y h*^— 3— {VB.ziA'tf' 

/w) — 2, 3, 4, 5-rh7t Kp-iH-3-^y 

XTffcV (0. 7g ) SrffllvC, ##0ij2O2) fc 

raaoft^Srffp^fctcJ:?), mMik&Vo (0. 6 g) 
Srmp 134—13 7t<0*ft»*i UT#fc c 
X H NMR (CDC 1 3 ) 62.53 - 2.70 (4H, m), 2.7 
5-2.92 (4H, m), ca. 3. 2 (1H, br, OH), 3.65 (2H, 
s), 6.49 - 6.60 (2H, m), 6.92 (1H, d, J = 8. 8 Hz), 

7. 18 - 7. 40 (5H, m) . 

[0 18 3] ###J4 2 

7—^ h^r->— 3 — [ (2— ^f-;V7x^;V) p<^7Kl 
— 2, 3, 4, 5-7h7tKn-lH-3-^yX7 

[ft 1 2 5 ] 




OCHa 



##«4 0"e#fc7-y 3, 4, 5— X h 

7tKD-lH-3 — <vX7ft°y (i. 5 g ) Sr/fl 
##«2G>1) fcl^«co»^*rfT5CfctcJ:!3, 
$tm<k&® (1. 8g) Sr»tt*fcLT»fc. 
X H NMR (CDC 1 3 ) 6 2.39 (3H, s), 2.55-2.6 
8 (4H, m), 2.77 - 2.89(4H, m), 3.53 (2H, s), 3.77 
(3H, s), 6.58 - 6.67 (2H, m), 6.99 (1H, d, J = 8. 4 
Hz), 7. 10 - 7.37 (4H, m). 
[0 18 4] ###14 3 

7 — fc Kn^rV— 3— [ (2—^^-/vy^^;V) 

/V] —2, 3, 4, 5-7f7tKn-lH-3-^y 

[ft 1 2 6 ] 



Q 

H 3 C ^— 



OCT" 



#%0»J4 2T*#fc7— * h*^— 3— [ (2— 

— 2, 3, 4, 5-rh7bKn-l 

h— 3— ^yxrffy (o. 8 5g) SrJB^r, ## 

m2<D2) trnm^mftzfto z t\c£*) y mmit&M 

(0. 7g) fcttttftfcLTWfc. 



*H NMR (CDC 1 3 ) 62.38 (3H, s), 2.53-2.6 
8 (4H, m), 2.72 - 2.87(4H, m), 3.54 (2H, s), ca. 
3.7 (1H, br, OH), 6.48 - 6.58 (2H, m), 6.91(1H, d, 

J = 8.8 Hz), 7.05 - 7.37 (4H, m). 

[0 18 5] ##0H 4 

t-^/U 4-[2-[ [2-[ (2-^^7i^ 
A?) p*^]-2, 3, 4, 5-fh7t Kp-IH- 
2 -^yXTftV- 7 -4 Mtt^^M - 1 - 

[ft 1 2 7 ] 

Me 

>#«3 9-Cftfc7-tKn^>-2-[ (2-*fvl/ 
7x=;l/) 3, 4, 5-rh7tKn- 

lH-2-^yXrft'y (5.00g, 18.7mmol) fct- 

•77 A? 4- (2-a— Y^tv) - 1 -fcv<y 

/V^i/V— h (6.34g, 18.7mmol) (ON, N— 
;V^;W^7 ^ K (80ml) 9 (10.0 

SS^!)^y/^7^^n-7h^77^ (JgM^ 
I;^fy-Sixf;u=l9 : 1) KJ^flKL 

wm&m (7.46 g ) ^^fe^«tffcbr#fc 0 

*H NMR (CDCI3) 61. 00-1. 30 (2H, 
m), 1.46 (9H, s), 1.60-1. 
8 0 (7H, m) , 2.2 8 (3H, s) , 

2.60-2.80 (2H, m), 2.86 
(2H, t-like, J = 5.2 Hz), 

3.06 (2H, t-like, J = 5. 
2Hz), 3.46 (2H, s), 3.79 
(2H, s) , 3.9 8 (2H, t, J = 

5.6 Hz) , 4. 0 0-4. 2 0 (2H, 
m), 6.59 (1H, dd, J = 8. 
0, 2. 4 Hz) , 6.7 1 (1H, d, 
J = 2. 4Hz) , 6.8 8 (1H, d, 
J = 8. 0 Hz) , 7.0 5-7.3 0 (4 
H, m) . 
[0186] 4 5 

2- [ (2-^^/vy^.^/u) 7*^vu]-7- [2- 

(4-fcV^y v^/l") :x}^>] -2, 3, 4, 5 -x 

h7t Kn - 1 h- 2 -^yxrftfy 

[ft 1 2 8 ] 
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* 



Me 

#%«4 4-C#fct-yf;W 4-[2-[ [2-[ (2 
-^f/V7x^) 3, 4, 

t Kp-IH-2 -^yXT^l^y- 7 -J^Mr* *>] 
- 1 - 1 0 ^ U VifrA'tf^ S/ h (7. 46g, 1 
5.6mmol) (OftKai^/^flSR (30ml) K: 4 fcjtififbic* 

-SKai^ngait (loomi) immzxto^ 2^raa 

*«E«r»ET«*i-5r^k:J:9, ftift-g* (5.20 
g) Sr«fiJ*W»t Lr#fc. r.cDffi^^f±, 
ABM"* r fc ft < &oEJfcfcffl^fc Q 

*H NMR (CDC1 3 ) 6 1.00-1.30 (2H f m), 1.60-1.80 (8H, 
m), 2.27 (3H, s), 2.60-2.80 (2H, m), 2.87 (2H, t- 
like, J = 5.2 Hz), 3.05 (2H, t-like, J = 5.2Hz), 
3.46 (2H, s), 3.79 (2H, s), 3.97 (2H, t, J = 5. 6 H 
z), 4.00-4.20 (2H, m), 6.58 (1H, dd, J = 8. 0, 2.4 
Hz), 6.72 (1H, d, J = 2.4 Hz), 6.88 (1H, d, J = 8. 
0 Hz) , 7. 05-7. 30 (4H, m) . 

[0 18 7] ###J4 6 
t-^/V 4— [2— [ [3— [ (2^f/V7xn 
M — 2, 3, 4, 5-7h7tKn-lH- 

[ft 1 2 9 ] 




#%0»j4 3"C#fc7— fc Kn^->— 3— [ (2— 
7x^) ^f7P] — 2, 3, 4, 5— 7h7tKi3- 
1 H — 3 — ^<^XTif (0. 2 3g) SrfflVvC* 

##J2^3) &W«to*fPfcfT5£i:K:J:!K £H4b 



(0. 2 9g) Srtt«4tttt«t Lt#fc. 

X H NMR (CDC 1 3 ) 6 1.02 - 1.27 (2H, m), 1.4 
6 (9H, s), 1.55 - 1.79(5H, m), 2.39 (3H, s), 2.56 
- 2.89 (10H, m), 3.54 (2H, s), 3.92 - 4. 17 (4H, m), 

6.57 - 6.67 (2H, m), 6.98 (1H, d, J = 8. 1 Hz), 7. 
05 - 7.37 (4H,m). 

[0 18 8] ##^|4 7 

3— [ (2— ^f;V7x-;U) —7— [2 — 

(4 — t^L> v^/U) mh^ri^] —2, 3, 4, 5— 7 1 

h7t Ko-iH-3-^Xrfey 
[fti 30] 



#«4 6T?»fct-^;l' 4— [2— [ [3— [ (2 
—**f-;vy^;v) — 2, 3, 4, 5-rh7 

fc Kn— 1H- 3— ^VXTiftfy— 7— 
is] — 1— tV<y WH)\<i?s*r*/V— h (O. 

2 3g) Srfflv>r, ##M3irl^«^^^fr5-^(- 
£9, £Sft<g^ (0. 18 5g) LT# 

*H NMR (CDC 1 3 ) 61.10-1.33 (2H, m), 1.6 
0 - 1.83 (3H, m), 1.92- 2.08 (2H, m), 2.39 (3H, 
s), 2.50 - 2.77 (7H, m), 2.78 - 2.90 (4H, m),3.02 
- 3.17 (2H, m), 3.53 (2H, s), 3.97 (2H, t, J = 5. 9 

Hz), 6.57 - 6.69 (2H, m), 6.98 (1H, d, J = 8. 0 H 
z), 7.11 - 7.22 (3H, m), 7.25 - 7.37 (1H, m). 

[0 18 9] #%#|4 8 
t-^^/W 4— [3— [ [3— (7x^MW — 
2, 3, 4, 5— x h7t Kn-lH-3— <yXTf 
W—7 — f/l/] t^rv'] ^nfcVU] — 1— fcV<!> 

[ft 1 3 1 ] 



or 



#Wl4 I1*%1t7— fc Kn^i/-3-7x^Mf/V 
— 2, 3, 4, 5— r h7t Kn-1 H— 3 — <>-XT 
iffcTV (0. 1 1 g) ^ffl^T, ##«|2(D3) 

<Dmtt&ftoz.t\z.£y)^ mmfc&® (o. n g ) £ 

*H NMR (CDC 1 3 ) 60.97 - 1.23 (2H, m), 1.3 
0 - 1.48 (12H, m), 1.58 - 1.86 (4H, m), 2.54 -2.7 

7 (6H, ra), 2.80 - 2.92 (4H, m), 3.63 (2H, s), 3.91 
(2H, t, J = 6.4 Hz), 3.98 - 4.16 (2H, m), 6.57 - 

6.66 (2H, m), 6.97 (1H, d, J = 7. 7 Hz), 7.21 -7.3 

8 (5H, m). 

[0 19 0] #%#J4 9 

3— (7 ^^iVt^tV) —7— [3— (4 — t°x:y 
>V) ^n/K^riX] — 2, 3, 4, 5-7h7tKn-l 
H — 3 — ^Z/XTif fc°> 
[ft 1 3 2 ] 



#«l4 8-e»fc t-^/v 4— [3— [ [3— 

(7x^f;H -2, 3, 4, 5-7h7t Ko 
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1H— 3^<^XT-tf 7 — ^ntr 
4,] _ J— \*^\)*Ji,j};\,ft**/\s— Y (0. 1 5 g) 

Hft^ft (0. 1 1 g) &M<ttfefcLT»fc. 
X H NMR (CDC1 3 ) 6 1.03 - 1.49 (5H, m), 1.6 
3-1.99 (5H, m), 2.49- 2.69 (6H, m), 2.78 - 2.93 
(4H, m), 3.01 - 3.19 (2H, m), 3.63 (2H, s),3.90 (2 
H, t, J = 6.2 Hz), 6.56 - 6.68 (2H, m), 6.97 (1H, 
d, J = 7.7 Hz), 7.20 - 7.40 (5H, m). 
[01 91] 5 0 

t-y^A- 4— [3— [ [3— [ (2—7^^:7^^ 
fr) t^JV] — 2, 3, 4, 5— fh7t Kp- 1H— 

1— fcV<U ^^A^*^— h 
[ftl 3 3] 




*M£0J4 3T?»fc7 — fc Kn^i/— 3— [ (2— y^vl/ 
^m^v) — 2, 3, 4, 5— rh7tKn- 

1 H— 3— ^<VXTif IfV (0. 1 1 g) Srfflvvt\ # 
%0JJ2CO3) fcBJ««)»fPSrfT5^i:lcJ;0, £gft£ 
M (0. 1 5 g) fctt»ftJft:R»* LT#fc 0 
X H NMR (CDCI3) 60.99 - 1.22 (2H, m), 1.2 
9-1.50 (12H, m), 1.53 - 1.87 (4H, m), 2.39 (3H, 
s), 2.54 - 2.90 (10H, m), 3.53 (2H, s), 3.91(2H, 
t, J = 6.4 Hz), 4.00- 4.17 (2H, m), 6.57 - 6.67 (2 
H, m), 6.98 (lH.d, J = 8. 1 Hz), 7.10 - 7.22 (3H, 
m), 7.24 - 7.36 (1H, m). 

[0192] 5 1 

3— [ (2— ^^/Uy^^/U) —7— [3 — 

( 4 _ \*s<\) ^ntf*^] — 2, 3, 4, 5 — 

Th7k Kn— 1 H — 3 — ^yXT^t: 0 ^ 
[ftl 3 4] 




##fl5 0t#fct-^f;W 4— [3— [ [3— [ (2 
— ^^Vl^cc^A') **7U] — 2, 3, 4, 5— X h7 
t Kn — 1H — 3 — ^yXTf — 7 — 4/^] 
i/] ynhVW] — 1— fcV<IJ ^y^/yv^^VU- K 
(0. 14g) SrfflV^X, 3 t mm<D#ftt:ft 0 

ztx.*9. *Mtt&m (0. io5g) zmwyoti, 

X H NMR (CD C 1 3 ) 6 1.00 - 1.46 (5H, m), 1.5 
8-2.03 (5H, m), 2.39(3H, s), 2.42 - 2.89 (10H, 
m), 3.02 - 3.18 (2H, m), 3.53 (2H, s), 3.91(2H, t, 



J = 6.4 Hz), 6.56 - 6.67 (2H, m), 6.98 (1H, d, J 
= 7.7 Hz), 7.02- 7.21 (3H, m), 7.24 - 7.37 (1H, 
m). 

[0193] 5 2 

t-y^vv 4— [2— [ [3— (y^z^/u/^/v) — 

2, 3, 4, 5-rh7fcKd-lH-3--<yXTf 
W— 7— <?v\ 31^] — 1— fcXIJi^X/ 

[ftl3 5] 




#%#J4 1T*#7c7 — fc Kn^ri/-3-7i^f;V 

— 2, 3, 4, 5-7h7tKn-lH-3-<yXr 

•tft^ (0. 2 5g) Srfflv^r, ##0112^3) 
^«f^«rfir5C^^<tt), (0. 3 6g) £ 

*H NMR (CDC 1 3 ) 6 1.03 - 1.28 (2H, m), 1.4 
5 (9H, s), 1.50 - 1.79(5H, m), 2.55 - 2.92 (10H, 
m), 3.64 (2H, s), 3.91 - 4.16 (4H, m), 6.56- 6.67 
(2H, m), 6.97 (1H, d, J = 8. 1 Hz), 7.21 - 7.38 (5 
H, m). 
[0194] ###| 5 3 

3— {y — 7 — [2— (4— t*-< !J$*=. 

/U) — 2, 3, 4, 5-7h7tKn-lH 

— 3 — <yxrf t°y 

[ft 1 3 6 ] 




##0J5 2Vmzt-y^/U 4— [2— [ [3— (7x 
~/U;*?vW) —2, 3, 4, 5-7b7t Kd-IH- 
3— ^VXr-tftrv— 7— -OU] ^JV] — 1 

-txy^^/v^i/i/-h (0. 3 4g) Srffl^ 
ft (0. 2 6 5 g) l:S«ft^ Itllfc, 

X H NMR (CDC 1 3 ) 6 1.40 - 2.08 (8H, m), 2.6 
8-3.00 (10H, m), 3.30 - 3.46 (2H, m), 3.81 (2H, 
s), 3.95 (2H, t, J = 5.7 Hz), 6.55 - 6.65 (2H, m), 

6.97 (1H, d, J = 8.4 Hz), 7.28 - 7.38 (5H, m). 

[0195] 5 4 

2, 2, 2-hy7/Vtn-l- (7 -*/U:7t— A- 
2, 3, 4, 5-fh7t Kn-lH-3-^X7f 
£V- 3 )V) -l-^/V 
[ft 1 3 7 ] 
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XXX. 



3- (hy^/t^nTi?^) -2, 3, 4, 5-Th 
7 t Kn - 1 H- 3 -^yX7f tV- 7 -^A^n/l" 
^ n y K (10. Og, 29.3mmol) <Dgt& (80ml)»«H:ffi» 
* (lOg, 153mmol) SriOx.^ 1 0 ^MJDjftaBt Lfc e B 

W&£^g£*^ h y * A**Su 

*U $Mik&® (6.35g) Srmp 81-85^^^^ 

A H NMR (CDC1 3 ) 6 2.85-3.00 (4H, m), 3.42 (1H, s), 

3.60-3.80 (4H, m), 6.95-7.15 (3H, m). 
5cilf#*fli C 12 H 12 F 3 NOS • H 2 0<b L"C 
ft»|t : C, 49.14; H, 4.81; N, 4.78. 
$IMt: C, 49.22; H, 4.06; N, 4.85. 

[0196] 5 5 

t-^/V- 4- [2- [ [3- (HJ7/Vtn7tf 
yW) -2, 3, 4, 5-Th7tFD-lH-3-^y 

[ft 1 3 8 ] 

5 4 "C&fc 2 , 2, 2-hj7^*n-l- (7 
-^/V77-^-2, 3, 4, 5-fb7t Ko-IH 
-3-^:xXTif b°>'--3->f/l') - 1 -ni^/ > (2. 
41g, 8.75mmol) CDN, N-^^fMW7^ KM 
t-^/U4- ( 2 - 9 — K^/l") - 1 - 1°-< U 
^7 > h (2. 97g, 8. 76mmol) *3 i U»7k 

mm*!) 9 * (lg) 4:10*., £fflT?2B*M»#Lfc 0 s 

(S§B»«t;^f-^-ft»3i^=4 : 1) J; t) f& 
»l/t, ^®ft£*^ (3.49g) £rmp 100-102t: <0&fe 

X H NMR (CDCI3) 6 1.00-1.20 (2H, 
m), 1.45 (9H, s), 1.50-1. 
7 5 (5H, m) , 2.5 5-2.8 0 (2 
H, m) , 2.8 5-3.0 0 (6H, m) , 

3.6 0-3.80 (4H, m) , 4.0 0- 
4.15 (2H, m) , 7.0 0-7.2 0 
(3H, m) . 
5c*#*ftt C 24 H3 3 F3N 2 0 3 S£LT 



tHW: C, 59.24; H, 6.84; N, 5.76. 

Mfi: C, 59.21; H, 6.79; N, 5.75. 

[0197] 5 6 

t-^/W 4- [2 - [ (2, 3, 4, 5-fh7t 

Kn-lH-3-^>'XT1?tr^-7--'f/i') ^;U7r 

- l - fcV< y 5? ^ h 

[ft 1 3 9 ] 



HN 



#%#J5 5-C#fc t-y^V 4- [2- [ [3- (h 
!)7/i/tP7tf;v) -2, 3, 4, 5-rF7t Kp 
- 1 h- 3 -^vX7f t'y- 7 x;V7 r - 

>V\ - 1 -fc°^y Y (1.70 

g, 3.49mmol) <D*&S— (20ml) zK (10ml) 

*J:^fift«»*y »>A7kJS«[ (Ktai)ftnoi, 

(1.50g) i«6ittt«iLt#fc, 

*H NMR (CDCI3) 6 1.00-1.20 (2H, m), 1.45 (9H, s), 
1.50-1.75 (5H, m), 2.00-2.20 (1H, br), 2.55-2.80 

(2H, m), 2.80-3.00 (10H, m), 3.95-4.15 (2H,m), 7.0 

0-7.10 (3H, m). 
[0198] #%#J 5 7 

X--f"f-)V 4- [2- [ [3- (7i^/MW - 

2, 3, 4, 5-rh7t Kn-lH-3-^X7f 

tfy- 7 — f/w] ^/w^r^^] ai^/u] - 1 - t*^ y 

[ftl 4 0] 



*ft'<VSM' (0.503ml, 4.23mmol) ##011 5 6 "C 

t-^/W 4- [2 - [(2, 3, 4, 
7t Ku-lH-3-^yX7f t 9 y-7 — f;u) 

77^] -l-tr^y^^/^^^i^-h 

(1.50g, 3.84ramol) y (2. 5g) <7^* / 

(50ml) BH*fc£&"CjRT Lfco m&fo*&XBCZ 

/\»=3 : 1) KJ:!>«»Lt\ *JBft£* (LS2g)tr« 
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« 



'HNMR (CDCI3) 6 1.00-1.20 (2H, m), 1.45 (9H, s), 
1.50-1.80 (5H, m), 2.50-2.80 (6H f m), 2.80-3.00 

(6H, m), 3.63 (2H, s), 3.95-4.15 (2H, m), 6.95-7.1 

0 (3H, m), 7.20-7.40 (5H, m). 
[0 19 9] ###15 8 

3- (7^/M^A') -7- [ [2- (4-tr^ys? 

-jV) 7s)Vy y ~>V\ -2, 3 , 4 , 5-fh 

7t KD-lH-3-^X7fk°y 
[ftl 4 1] 

^ •2HCI 

##«5 7tMfct-^ 4- [2- [ [3-7x 

-A^/V- (2, 3, 4, 5-rF7t Fn-1H- 
A'] - l-tf^y i^y^^^ri/U— b (1.52g, 3.16m 

moi) o;** (30mi) 4 «j£iMbJc* (ft 

gfcrfvvgiflu 30ml) £;UD;i. ffla^l *!■!■» Lfc. 

0, 7 y-«UE* (1.21g) «r«fitt^« 

X H NMR (CDCI3) 6 0.95-1.20 (2H, m), 1.40-1.75 (5 
H, m), 1.80-1.90 (1H, br), 2.45-2.70 (6H, m), 2.8 
0-3.10 (8H, m), 3.62 (2H, s), 6.95-7.10 (3H,m), 7. 
20-7.40 (5H, m). 

±!H:7 !J -IgSfr (240mg) <D3i^y-/i/8JK4r2 3: 

(240mg) £mp 246*C (dec. ) <Dm&M& t LT#fc 0 
5E*#*HI C 24 H 32 N 2 S • 2HC1 • 0. 5H 2 0£ LT 
tHUI: C, 62.32; H, 7.63; N, 6.06. 
: C, 62. 83 ; H, 7. 65 ; N, 6. 44. 
[0 2 0 0] 5 9 

t-y^/W 4- [2- [ [3- (hy^/^nr-ir^ 
/>) -2, 3, 4, 5— r byt Kn- lH-3-^y 
Xrf t°y- x/uyj^/io] xL+fr] -1- 

[ftl 4 2] 



AO -l-t°^y v^^/Wt^v^-h (1.70g, 3.49m 
mol) <D^pp*/UA (30ml) *»«caia"C^4i* oJn 

ttr h v vi**®m, y y *s ± 

■fccfTl^l : 4) (Cj^JfiftKLT, (1.71 
g) Sr«fe»tt»fcUT»fco 

*H NMR (CDCI3) 6 1.00-1.20 (2H, m), 1.44 (9H, s), 
1.50-1.80 (5H, m), 2.55-2.90 (4H, m), 3.00-3.15 

(4H, m), 3.65-3.90 (4H, m), 4.00-4.15 (2H, m), 7.2 

5-7.45 (3H, m). 
[0 2 0 1] ###J6 0 

t-^/u 4- [2- [(2, 3, 4, 5-rh7t 

Kp - 1 H - 3 -^yXTf fy - 7 7,)vy 4 

^a0 ^aO -i-tv<y w*fr***/\^-b 

[ftl4 3] 



•ox-jo 



JLJk 



##^J5 9-e#fct-^^V 4- [2- [ [3- (b 
!J7/Vtn7tf/H -2, 3, 4, 5-fh7t Fd 

-iH-3-<yX7ft 0 y-7-^;w] ^/^^^^ 
/w] m^w] -i-^y^;^yi/-h (1.70 

g, 3.38mmol) Srffll^ 5 6 t m&HD&fciff 

5Cirlc<fc*K SEgft^fe (l.50g) Sr«lfe«MWfctL 

*H NMR (CDCI3) 6 1.00-1.20 (2H, m), 1.44 (9H, s), 
1.50-1.80 (5H, m), 2.00-2.10 (1H, br), 2.55-3.10 

(12H, m), 4.00-4.15 (2H, m), 7.20-7.40 (3H,m). 
[0 2 0 2] 6 1 

t-yfvW 4- [2- [ [3- (7x^Mf^) - 

2, 3, 4, 5-rh7tKn-lH-3-^yX7f 

£V-7 — f/w] ^a^-aO -i-tr^y 

[ft 1 4 4 ] 



F 3 C 



m-*nn»£S#» (683mg, 3. 95mmol) #%#J 
5 5r#ytt-^/U4- [2- [ [3- (hy^Aof- 
nTir^vU) -2, 3, 4, 5-r h7t Kn-1H- 
3-^O-XTif t?V- 7 ->TA0 ^/V7r^] 



#«6 0T*#ytt-y^/V 4- [2- [ (2, 3, 
4, 5-rh7tKn-lH-3 -^yX7f t°y- 7 

x/uyj—su] ^/i/) - 1 -txy ^sluv 

h (1.50g, 3.69mmol) , *5 JltfJUfc"*^ 
A' (0.483ml, 4. 06mmol) Srffl^T, #%0H2 2fcElflS 
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<D&ftZft?Zk^£<9 , *mti&m (1.39g) «r*fe 

*H NMR (CDCI3) 6 0.95-1.20 (2H, m), 1.44 (9H, s), 
1.50-1.80 (5H, m), 2.50-2.85 (8H, in), 2.90-3.05 

(4H, m), 3.63 (2H, s), 3.95-4.15 (2H, m), 7.15-7.4 

0 (8H, m). 
[0 2 0 3] *MtW 6 2 

3- (7x^;Mf/^) -7- [ [2- 

:c^yu] 7,)Vy 4 - 2 , 3 , 4 , 5 -7 1 h 

7t Ko-iH-3--<yxrft 0 y 2J£^fi 

[ftl4 5] 

•2HCI 

##0J6 l"C#fct~^^ 4- [2- [ [3- (7 
x^/l^^fl') - 2, 3, 4, 5-rh7t Kn- 1H 

- 3 -^yxrftfy- 7->oi/| ^^7>r-/^] ^ 

;U] - 1 -tT^y h (1.39g, 2.77m 

mol) SrJBwr* ^WSSiRiaolftfPSrffSrfck: 
J: 9, *Hft^*07y-«Sfr (l.03g) Sr«fi«« 
^t LT^fc, 

l H NMR (CDC1 3 ) 6 1.00-1.20 (2H, m), 1.40-1.75 (5 
H, ra), 1.80-2.00 (1H, or), 2.45-2.70 (6H, m), 2.75 
-3.20 (8H, m), 3.63 (2H, s), 6.95-7.10 (3H, m), 7. 
15-7.40 (5H, m). 

±myV-&mfc (200mg) <D^9 J-A>mSL$:2Vk± 

(224mg) Srilfe*fitt»*t LTftfce 
7C*^*fffi C 24 H 32 N 2 0S • 2HC1 • H 2 0t LT 
IWtt: C, 59.13; H, 7.44; N, 5.75. 
%Ktt : C, 59.05; H, 7.46; N, 5.34. 

[0 2 04] ###J 6 3 
t-:/?vV 4- [2- [ [3- (hy7;VtP7tf 
/V) -2, 3, 4, 5-rh7tKo-lH-3-^y 

[ft 1 4 6 ] 

m-^nni$i|» (1.24g, 7. 18mmol) 

5 s-cwtt-^fvi^- [2- [ [3- (vyy/vir 

n7tf^) -2, 3, 4, 5-fb7t Kp-IH- 

/V] - 1 -fc'^y v^^/l^^U— V (1.40g, 2.88m 
mol) £^^an*/^ (10ml) »jK^Sia"C^S"foiD 



* h y KIWciRi- h y 9 ***** *5 itf 

*7A^-7h^77>f- (JBH*«E ; 

^A-= 1 : 1) mj:9»«U-C, MHK£4fe (1.49g) 

X H NMR (CDCI3) 6 1. 0 0- 1. 2 0 (2H, 
m), 1.44 (9H, s), 1.50-1. 
80 (5H, m), 2.50-2.75 (2 
H, m) , 3. 0 5-3. 2 0 (6H, m) , 

3. 70-3. 85 (4H, m), 4. 0 0- 
4.15 (2H, m) , 7.3 7 ( 1 H, d 
d, J = 8. 2, 5. 6 H z) , 7.6 5 
-7. 7 5 (2H, m) . 
[0 2 0 5] 6 4 

t-zf^tv 4 - [2 - [(2, 3, 4, 5-rl>7fc 
Kn-lH-3— <ls*TW>-7 
}V\ zxl^}V\ - 1 -fcf-<y *?>%;vft*c*su<~ h 

[ft 1 4 7 ] 



HN 



##W6 3^fct-^ 4- [2- [ [3- (h 
1)7/^0^^) -2, 3, 4, 5-f h7t Kp 
- 1 H- 3 -^>-XTif b'y- 7 -4/l>] ^/l^r^lx] 
^^-/v] - 1 -tf"<y h (1.53g, 

2.95mmol) Srfflv>T, 5 6 i ra«<z>tftflz«rf? 5 r 

tie J: 9, SMffrfrtt (1.25g) £mp LO2-lO3t;0>ft& 
«£t LT^fCo 

l H NMR (CDCI3) 5 0.95-1.20 (2H, m), 1.44 (9H, s), 
1.50-1.75 (5H, m), 1.80-1.90 (1H, or), 2.55-2.75 
(2H, m), 2.85-3.15 (10H, m), 4.00-4.15 (2H,m), 7.2 
5-7.30 (1H, m), 7.60-7.65 (2H, m). 
TtMftVxfe C 22 H 34 N 2 0 4 StlT 
ft&fit: C, 62.53; H, 8.11; N, 6.63. 

C, 62.63; H, 8.18; N, 6.45. 



(7x^I/^;P) - 

iH-3-^yxrf 



[0 2 0 6] 6 5 

t-ttA' 4- [2- [ [3- 
2, 3, 4, 5-rh7t Kn- 

[ft 1 4 8 ] 



Kk 



6 



%W6 4tffct-Xf/V 4- [2- [ (2, 3, 

4, 5 -f h 7 1 Kp - 1 h - 3 -^vxrf i^y- 7 
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*fU"- h (1.43g, 3.38mmol) *5 itf*{t-<V v>/V 
(0.443ml, 3.72mmol) SrfflV^C ##«5 7iH«<Bjft 
ftSrfirSrttcJ;!^ SJBft^ (1.35g)«r«lfi«ltt* 
£ Lt#fc, 

*H NMR (CDCI3) 6 0.95-1.20 (2H, m), 1.44 (9H, s), 
1.50-1.80 (5H, m), 2.55-2.75 (6H, m), 2.95-3.15 

(6H, m), 3.64 (2H, s), 3.95-4.15 (2H, m), 7.20-7.4 

0 (6H, m), 7.55-7.70 (2H, m). 
[0 2 0 7] ##$| 6 6 

3- (y^^/ut^M -7- [ [2- (4-tv<y^ 

-2, 3, 4, 5-rh7 
fc Kn-lH-3-^<^XT^tfy 
[ftl4 9] 



[ft 1 5 1 ] 



##«6 5tftfct-^ 4- [2- [ [3- (7 
^-/l^^AO - 2, 3, 4, 5-rh7tKn-lH 

b"y-7->f;i/] ^a^-aO 3L=f- 

)V\ -l-tvy^^^i/-|> (l.35g, 2.63m 
mol) fcffl^T, 5 8 t m&<D&ft%ft 5 - t 

±9, Sffifk^ (l.08g) «r«fe»tt«tur»fc. 

X H NMR (CDCI3) 6 0.95-1.20 (2H, m), 1.35-2.00 (6 
H, m), 2.40-2.75 (6H, m), 2.90-3.20 (8H, m), 3.64 
(2H, s), 7.20-7.40 (6H, m), 7.55-7.70 (2H, m). 
[0 2 0 8] ###J 6 7 

3, 4, 5-rh7tKo-2H-2 

[ftl 5 0] 



Ca 

N0 2 



OHC 

1, 3, 4, 5-y 1 Kn-2H-2— <VX7f 

tV-2-*^7/l/fkK (10. Og, 57. lmraol) 

?M (100ml) SiKfc:. flMfcfry** (6.4g, 63. 3mmol) 

»jK*8ETS*U &JBft£«3 
Oft±rt» (7.36g) Sr«»ftH*tLr»fc. 
*H NMR (CDCI3) 6 1.80-1.95 (2H, m), 3.11 (2H, t-1 
ike, J = 5.4 Hz), 3.7K2H, t-like, J = 5. 4 Hz), 4. 
62 (2H, s), 7.31 (1H, d, J = 8. 4 Hz), 8.00-8.10 (2 
H, m), 8.23 (1H, s). 
[0 2 0 9] 6 8 

8-~hu-2, 3, 4, 5-fF7t Kn- 1H-2 



OOl 



tfl67t#fc8-=ha-l, 3, 4, 5-rhy 
t KP-2H-2 -^;xXTif tf^- 2 /VftT /Vy* 
fc K (3.00g, 13.6mmol) (DtZJ—fV (30ml) 

(70ml) SriD^L, 2I^M*DfR3BttLfeo **J—fl' 
£«flETS*Lfc«, «5£S:^»7K^f- h y V^Tfr 

EETS*fai:* *H{b^*<0«£rt* (2.22g) SrJt 

X H NMR (CDCI3) 6 1. 50-1. 90 (3H, 
m), 3.04 (2H, t-like, J = 

5.4 Hz) , 3. 2 4 (2H, t - 1 i k 
e, J = 5.4 Hz), 4.02 (2H, 
s) , 7.3 0 (1 H, d, J = 9. 2 
Hz) , 7.9 5-8. O 5 (2H, m) . 
[0210] 6 9 

8 hn- 2 - (7x^;^f/^) -2, 3, 4, 5 
-rh7t Kn-lH-2-^yX7ft'y 
[ftl 5 2] 



oa 



*«6 8-Cfffc, 8-^hn-2, 3, 4, 5~rF 

7t Kn - 1 h - 2 - -<yxrf t°y<z)lM^ 

(2. 2 2g, 11. 5mmol) ^iU^ft^^ 
V/P (1.51ml, 13. ftmnol) *JH^T, 5 7 t |r|« 

(DMttZft 5 - X *) , MHte* (520mg) Jtfe 

X H NMR (CDCI3) 6 1.70-1.90 (2H, m), 3.02 (2H, t-1 
ike, J = 5.4 Hz), 3. 13(2H, t-like, J =5.4 Hz), 3. 
55 (2H, s), 3.92 (2H, s), 7.20-7.40 (6H, m), 7.79 
(1H, d, J = 2.6 Hz), 8.02 (1H, dd, J = 8.0, 2.6 H 
z). 

[0211] ###J 7 0 

8-TS/-2- (7x^/Mf^) -2, 3, 4, 5 
-x h 9 1 Kn - 1 H- 2 -^yXTf f> 
[ft 1 5 3 ] 




OX 



###J6 9r#fc8-^hn-2- (7xz;MfM 
-2, 3, 4, 5-rh7t Kn-lH-2—<yX7 
-fcffV (200mg, 0.79mmol) <D%m (10ml) 
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f 



* (3g, 47mmol) £JJOx., 3 0»Bail«lfc, 

L"C\ 3kmt^m (138rag) £&feiM*ftfcLT#fc. 
*H NMR (CDCI3) 6 1.60-1.80 (2H, m), 2.80 (2H, t-1 
ike, J = 5.4 Hz), 3.07(2H, t-1 ike, J = 5.4 Hz), 3. 
20-3.60 (2H, br), 3.53 (2H, s), 3.78 (2H, s), 6.31 

(1H, d, J = 2.6 Hz), 6.47 (1H, dd, J = 8. 0, 2. 6 H 
z), 6.92 (1H, d, J = 8.0 Hz), 7.20-7.40 (5H, m). 

[0212] ###J 7 1 

3, 4, 5-rh7t Kn-2H- 

2 -^yxrf tv- 2 - ^;^r^r t K 




OHC 

1, 3, 4, 5-rh7t Kn-2H-2-<yXrf 
t°y-2-^;^T;wft K (5.00g, 28. 5mmol) *3 J; 
W&ftCT^iV (2.23ml, 31. 4mmol) O^nnx^y 
(25ml) ^iSlC, SftT/l^^A (13. 3g, 99. 7mmo 

1) fcM^arfoip*., l2f$P^jt#Lfc 0 KJS» 

LT, £Bfc<frtt (3.04g) *%&Mfch LTtffCo 
X H NMR (CDCI3) 6 1.80-1.95 (2H, m), 2.59 (3H, s), 
3.00-3.10 (2H, m), 3.68 (2H, t-like, J = 5.6 Hz), 
4.61 (2H, s), 7.20-7.30 (1H, m), 7.81 (lH,dd, J = 
7.8, 2.0 Hz), 7.94 (1H, d, J = 2. 0 Hz), 8.03 (1H, 
s). 

[0213] ###J 7 2 

2 -tfVl^A— 2, 3, 4, 5-f h7t Kn-1H- 

2 -^yxr^tfy- 8 -^A^^R 

[ftl5 5) 



OCX 

OHC 



7 1-CHfc8-m/V-l, 3, 4, 5-rF 
7t Kn - 2 H - 2 -^yXTf f y- 2 - ^^7/1^ 
Tt K (5.00g, 28. 5mmol) <D 1 , 4 - 1^ (50m 

1) »«IC*K{b^ h y *A (4.8g / 70ml) ^r^JP 

Xfco **(2.14ml, 41.6mmol) ^-15^ 

Tt, ot:-C3 oftffl&WLtCo rthv (5mi) 

x.i o$HBiI#Lfc«, j*EET*l8U iWka^-caa 



ft-ra^t^j:??, *afc£* <i.95g> zm&mftt 

*H NMR (CDCI3) 6 1.80-1.95 (2H, m), 3.00-3.10 (2 
H, m), 3.69 (2HX3/5, t-like, J = 5. 4 Hz), 3.85 (2 
HX2/5, t-like, J = 5.4 Hz), 4.53 (2HX2/5, s), 4. 
63 (2HX3/5, s). 7.20-7.30 (1H, m), 7.85-8.20 (3H, 
m). 

[0214] 7 3 

2- (y^Wf-fr) -2, 3, 4, 5-fh7t K 
D- 1 H-2-^>-Xr^lf^-8-^^V 
[ftl5 6] 



OCX 



1) ###J7 2-C#/c2 3, 4, 5 
-T" h7t Kn - 1 H - 2 -^yXTf tV - 8 - ^V 
aKV»(1.90g, 8.67mmol) (100ml) SrJD*., 8 

0 < t:T2^ra^ufc o ^ta*T?»a«, «mTS«i~ 

S^i:tcj;!9, 2, 3, 4, 5- rh^bKn-iH- 

2 -^yxrf 8 (i.8ig) 

2) ±151) T?»fc. 2, 3, 4, 5-ff>7tKn 
- 1 H-2-^<>'Xr^fc 0 >'-8-X7^>'^ 

(1.50g, 6.59mmol) *5«ttfJMfc^^^ (0.823ml, 6. 
92mmol) Srffl^T, 5 7 i: Wl*0|fcfp«:ff 5 r i 

(dctt), 2- (7xx;MW -2," 3, 4, 5 -<r 

h y fc Kn-lH-2 -^yXTf tV- 8 -jJjVif^s 
m ^y^Vx^f/V (1.24g) Sr&feifiJfcttiLT** 

X H NMR (CDCI3) 5 1.80-1.95 (2H, m), 2.85-3.00 (2 
H, m), 3.15 (2H, t-like, J = 5.4 Hz), 3.53 (2H, 
s), 3.93 (2H, s), 5.35 (2H, s), 7.20-7.90 (13H,m). 

3) ±152) -C#fc2- (7ix;l/^;P) -2, 
3, 4, 5-T h7t Ko-lH-2-^yXTf 
-8-*yl/*^» -^vo^*^ (1.23g, 3.31mmo 
1) CQ^/-/W50ml) *«^lft^7k»{t^hy 

(50ml) *jpi. i«pnan»aj«Lfco 

;^Sr»ET»IBUfca, »St2j|)6S«fefflv>rpH 

fttfc*cc8fc*L, **«fflK vnmt* mm 

S:«JETB*L-C\ *B{fc£* (804mg) 
t Ltffc, 

X H NMR (CDCI3) 6 1.80-2.10 (2H, m), 2.80-3.10 (2 
H, m), 3.30-3.60 (2H, m), 4.05 (2H, s), 4.70 (2H, 
s), 7.10-8.10 (8H, m). 
[0215] #%taj 7 4 

2 -[ (4-7;^n7x^) ;*fvl/|-8- [2- 
(4-tr-^y^/^) 3ih*V] - 2 , 3, 4, 5-T 
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lit 1 5 7 ] 



XT 



OOuO" 



•2HCt 



2 CO 2 ) -C^fc2-[(4-^/lO*-P 7 a: — AO p< 
-8-fc Kndri/-2, 3, 4, 5-T h^fc Kn-lH-2-'<>'XXi? 
trvSrfflv^, ##t&J2<£>3) :fcj;tf##«3fcia«0> 

3ttLX'&tc 0 *H NMR (CDC1 3 , 7 5— Itt) 6 1.05- 
1.30 (2H, m), 1.50-1.90 (6H, m), 2.50-2.70 (2H, 
m), 2.85 (2H, t-like, J = 5. 4 Hz), 3.00-3.15 (4H, 
m), 3.49 (2H, s), 3.70-3.85 (4H, m), 3.94 (2H, t, 
J = 6. 2 Hz) , 6. 48 (1H, d, J = 2. 6Hz) , 6. 67 (1H, d 
d, J = 8.2, 2.6 Hz), 6.90-7.10 (3H, m), 7.20-7.30 
(2H, m) . 

7G*#*HI C 24 H 31 FN 2 0 • 2HC1 • 0. 5H 2 0 1 LX 
IffiMfi: C, 62.07; H, 7.38; N, 6.03. 
Hifeffi : C, 61.99; H, 7.70; N, 5.78. 
[0 2 16] #%#I7 5 

2 -[ (4-7/^n7x^) 7<fvl/|-7- [2- 
(4-fc 0 ^y i?~Jl<) -2, 3, 4, 5 —r 

h7t Kp-1 H-2-^yXT-^tfy 2*isia 
[ft 1 5 8 ] 



XT 



CQ*~~xx 



•2HCI 



3, 4, 5-f h7t Kn- lH-2-^^XTiftV 
fc. 

*H NMR (CDCI3, 7 y -IS) 6 1.05-1.30 (2H, m), 
1.50-1.90 (6H, m), 2.50-2.70 (2H, m), 2.86 (2H, t- 
like, J = 5.4 Hz), 3.00-3.15 (4H, m), 3.46 (2H, 
s), 3.65-3.80 (4H, m), 3.99 (2H, t, J = 6. 2 Hz), 
6.59 (1H, dd, J = 8.0, 2.6 Hz), 6.72 (1H, d, J = 
2.6 Hz), 6.81 (1H, d, J = 8. 0 Hz), 6.80-7.05 (2H, 
m), 7.40-7.50 (2H, m). 
5c*#*HI C 24 H 31 FN 2 0 • 2HC1 • 1. 5H 2 0£ LX 
tfJMI : C, 59.75; H, 7.52; N, 5.81. 
HIMK : C, 59.82; H, 7.57; 
N, 5.3 2. 
[0217] 7 6 

2- [ [2- (h!)7^n^f/V) y^;V\^^;V] 
-7- [2- ( 4 - tV< U i*=7l') ^h^r^] -2, 



3, 4, 5 - r h 7 t Kp - 1 H - 2 -^yXTf ^ 
[ft 1 5 9 ] 



CF 3 ^ 



2- (h!)7;vtP^f;H ^sitjvfv^Yhl-* 
Y**s-2 y 3, 4, 5-rh7fcKn-lH-2-^ 

o*f^Srli*ff3rtt!:J:D, SSft#feSr«fe»^ 

X H NMR (CDCI3) 6 1.05-1.30 (2H, m), 1.65-1.85 (6 
H, m), 2.50-3.20 (10H,m), 3.72 (2H, s), 3.75 (2H, 
s), 3.99 (2H, t, J = 6.2 Hz), 6.59 (1H, dd,J = 8. 
2, 2.6 Hz), 6.72 (1H, d, J = 2. 6 Hz), 6.83 (1H, d, 

J = 8.2 Hz), 7.31 (1H, t, J = 7.6 Hz), 7.50 (1H, 
t, J = 7.6 Hz), 7.61 (1H, d, J = 7. 8 Hz), 7.81 (1 
H, d, J = 7.8 Hz). 

[0218] 7 7 

t-r/fvl' 4- [3- [ [3- (h!J7;^P7tf 
/U) -2, 3, 4, 5-/F7t Kn- 1H-3— <VX 
T-£fc?V- 7— 4 As] ^^7r-^] ^ntf/U] - 1 - 

[ft 1 6 O ] 



(X ..Me 



Me 



###1 5 4 "C#fc 2 , 2, 2-by7;l/to-l - (7 
-^/V7r^-2, 3, 4, 5-7 1 h7 t Kn- 1H- 
3-^^ XT -t?£V- 3— f/u) -1-^/^SrJS^ 
##«5 5tR«<o*f^SrfT5^ik:J:9, ^Mft 

^*S:mp 104-105° C©«ft«|fcLt#fc, 
A H NMR (CDC1 3 ) 6 1.00-1.75 (9H, m), 1.45 (9H, s), 
2.55-2.75 (2H, m), 2. 85-3. 00 (6H, m), 3.65-3.85 (4 
H, m), 4.00-4.15 (2H, m), 7.00-7.20 (2H, m),7.27 
(1H, s). 

[0219] 7 8 

t-^/l^ 4- [3- [ [3- (hy7/^n/tf 
fr) -2, 3, 4, 5-rh7t 
Ti? t 9 ^- 7-^/V-] ^A-*-^] yntVU] — 1 — e 

[ft 1 6 1 ] 




O Ms 



-66- 



« 



%#J7 7-C#fc t-X^/U 4- [3- [ [3- (h 
!J7;vtoTtf;u) -2, 3, 4, 5-rh7tKn 
- lH-3-^^Xr*^t 6 ^- 7 ^/U7r^] 

X H NMR (CDC1 3 ) 6 0.90-1.85 (9H, m), 1.45 (9H, s), 
2.55-2.75 (2H, m), 3.00-3.20 (6H, m), 3.65-3.85 (4 
H, m), 3.95-4.15 (2H, m), 7.30-7.45 (1H, m),7. 65- 
7.80 (2H, m). 
[0 2 2 0] &3$M 7 9 

t-X^VW 4- [3- [ (2, 3, 4, 5-fh7t 

)V\ XntVl/] -l-tv<y x/>Jj;i>X*i/U-Y 
Utl 6 2] 



A 

O Me 

*#«7 8T?»fc t-X^VV 4- [3- [ [3- (h 
!l7;^n7tf;V) -2, 3, 4, 5—rt>7fcKn 
-lH-3-^yX7f tV-7-><;v] .x/Wft-A'] 7" 

5 6 1 mmom^n 5 r ^ k «t 9, mmit^ 

*H NMR (CDC1 3 ) 6 0.90-1.85 (9H, m), 1.44 (9H, s), 
2.10-2.30 (1H, br), 2.50-2.75 (2H, m), 2.90-3.10 
(10H, id), 3.95-4.20 (2H, m), 7.20-7.35 (1H, m), 7. 
60-7.65 (2H, m). 
[0 2 2 1] #%^J8 0 

t-X^vW 4- [3- [ [3- (7*-JV*<?;V) - 
2, 3, 4, 5-rh7t Kn- lH-3-OXTif t° 

y- 7 --f a0 ^/i^^/u] xn tvu] - 1 - 1°^< y *J 

[ftl 6 3] 



=rOa 



o o 




O Me 



###]7 9-e#fc t-X^ 4- [3- [ [2, 3, 
4, 5-r h7t Kn- lH-3-^^Xr-ift°V-7- 

XneVl/| - 1 -t^<y yy#/v# 

*H NMR (CDC1 3 ) 6 0. 90-1. 85 (9H, 
m), 1.45 (9H, s), 2.50-2. 
75 (6H, m), 2.95-3.10 (6 
H, m) , 3.6 4 (2H, s) , 3.9 5 



-4. 15 (2H, m) , 7.2 0-7.4 0 

(6H, m) , 7.6 0-7.6 5 (2H, 
m) . 

[0 2 2 2] ###| 8 1 
t-X^ 4- [3- [ [3- [ 
A/) -2, 3, 4, 5-fh7t Kn-lH-3 

- 1 - tV^y i?y%/U7$*i/U- h 
Ut 1 6 4 ] 




N O Me 
O Me 



%m7 9X*mtz t-X^A- 4- [3- [ (2, 3, 
4, 5-rF7t Kn - 1 H-3 -^OXTif t 0 ^- 7 - 
*A-*~/l/| XnfcVl/| - 1 - fc'^y i^;*//!^ 

*H NMR (CDCI3) 6 0.90-2.00 (9H, m), 1.45 (9H, s), 
2.39 (3H, s), 2.50-2.75 (6H, m), 2.90-3.10 (6H, 
m), 3.54 (2H, s), 3.95-4.15 (2H, m), 7. 10-7. 35 (5H, 

m), 7.60-7.65 (2H, m). 

[0 2 2 3] #%#J 8 2 

3- (7xx/V^/H -7- [ [3- (4-t°-<y^ 
Xufc7l/| 7s;V7^=-;V] -2, 3, 4, 5-fh 
7t Kn- lH-3-^VXTi? tfV 
[{fcl 6 5] 




##0lj8OTWc t-Xfvl' 4- [3- [ [3- (7 
x^/M ?>/!,) -2, 3, 4, 5-r h7t Kn-1H- 

A-] -l-b 0 -<y^VX7y^^r^U-h$rffiV>T, ## 

A H NMR (CDC1 3 ) 6 0.90-1.40 (5H, m), 1.50-1.95 (4H, 
m), 2.10-2.70 (1H, br), 2.53 (2H, dt, J= 12.2, 
2.6 Hz), 2.55-2.70 (4H, m), 2.90-3.10 (8H, m), 3.6 
4 (2H, s), 7.20-7.40 (6H, m), 7.60-7.65 (2H, m). 
[0 2 2 4] &^W8 3 

3- [ (2-^A-7^~/U) *fvl"] -7- [ [3- 
( 4 - U 5*=^) XntVU] XjV*^;V] -2, 

3, 4, 5-rh7t Kn-lH-3-^X7fb°y 
Ut 1 6 6 ] 
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• 




y=rCXX : , 

l-e#fc t-zf^/U 4- [3- [ [3- 
[ (2->*yl':7*~A') *fvl"] -2, 3, 4, 5- 

rh7t Kn-i tfy- 7 ->f A'] * 

L HNMR (CDC1 3 ) 6 0.90-1.40 (5H, m), 1.50-1.90 (4H, 
m), 1.90-2.05 (1H, br), 2.39 (3H, s), 2.45-2.75 

(6H, m), 2.90-3.10 (8H, m), 3.54 (2H, s), 7.15-7.3 

5 (5H, m), 7.60-7.65 (2H, m). 
[0 2 2 5] ##«?IJ 8 4 

2, 2, 2-b!J7;Utn-l - ( 7 -^7r^~ 
2, 3, 4, 5-x h^fc Kn- 1 H- 2 -^^XTiftf 
V-2 — f AO - 
[ftl 6 7] 



O 

2- (hy7/VtD7tf/V) -2, 3, 4, 

7fc Kn-lH-2-^:xX7if fc°^-8-*A*~A^ 

J: 9, SjHft-a^Srmp 94-95° C fc LT# 

*H NMR (CDC1 3 )6 1.80-2.00 (2H, m), 2.41 (1H, s), 
2.95-3.10 (2H, m), 3.80-4.00 (2H, m), 4.61 and 4.6 
8 (2H, s and s), 7.15-7.45 (3H, m). 
56JMWHI C 12 H 12 F 3 N0S£LT 
tMMS: C, 52.35; H, 4.39; N, 5.09. 
^fMt: C, 53.10; H, 4.47; N, 4.50. 
[0 2 2 6] 8 5 

t-^A 4- [2- [ [2- (h!J7;Vtnrtf 
A) -2, 3, 4, 5-y 1 t: Kn - lH-2-^VX 

^^77^] x^ao — i — tr 

[ft 1 6 8 ] 




###J 8 4 -?#fc 2 , 2, 2-h5 7;i/to-l- (7 
-XA77-A-2, 3, 4, 5-rF7t Kn- 1H- 
2-^>-Xr^tf>-2-^^) -1-x^yy^fflVN 



*H NMR (CDC1 3 ) 6 1.00-1.25 (2H, m), 1.45 (9H, s), 
1.45-1.75 (9H, m), 2.55-2.80 (2H, m), 2.85-3.10 (2 
H, m), 3.80-4.20 (4H, m), 4.50-4.70 (2H, m),7.00- 
7.25 (3h\ m). 
[0 2 2 7] ##« 8 6 

t-Zf^-JV 4- [2 - [ (2, 3, 4, 5-fh7t 
Kn-lH-2-'<yX7-t?fc p >-8-'f A) xjvyy — 
A] :h^a] -i-tf^ys>y#A'#*$/u— h 

[ft 1 6 9 ] 



Me 



Me 
Me 



##W8 5t?Wfc t-^yw 4- [2- [ [2- (h 
y ^/W-nTir^v) -2, 3, 4, 5-rh7t Kn 

-iH-2-^yXrf ify-s-^/v] ^77-^] 
3^a] - 1 ^y^;^^r^i/- hSr/H^r, 

X H NMR (CDCI3) 6 1.00-1.30 (2H, m), 1.40-1.80 (19 
H, m), 2.30-2.45 (1H, br), 2.55-2.80 (2H, m), 2.85 
-3.00 (2H, m), 3.19 (1H, t, J = 5.2Hz), 3.67(1H, 
t, J = 6.4Hz), 3.90 (1H, s), 4.00-4.20 (2H, m), 7. 
00-7.30 (3H, m). 
[0 2 2 8] 8 7 

t-ttA' 4- [2- [ [2- (7s^^f/H - 
2, 3, 4, 5-7f7t Kn - 1H-2— OXTiff 
>--8 — f A] ^;V7 7-^] fyw] - 1 - h°-< U 
y#A/tf3r->U~ h 
[ft 1 7 0 ] 



OX-JO 1 



O Me 
O Me 



###j8 6T*#fc t-^A 4- [2- [ (2, 3, 
4, 5-r h^e Kn-lH-2-^^XT^t°V-8- 
-YA) ^77- A"] - 1 — bf^ty v^#A# 

X H NMR (CDC1 3 ) 6 1. 00-1. 20 (2H, 
m) , 1.45 (9H, s), 1.50-1. 
95 (7H, m), 2.55-2.80 (2 
H, m) , 2. 8 0-2. 9 5 (4H, m) , 
3.11 (2H, t-1 ike, J = 5. 
2H z) , 3.5 2 (2H, s) , 3.8 2 
(2H, s) , 4.0 0-4.2 0 ( 2 H, 
m), 6.85-6.90 (1H, m), 7. 
00-7. 15 (2H, m) , 7. 20-7. 4 
0 (5H, m) . 
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[0 2 2 9] ##0H8 8 
2- (7x^/MW -8- [ [2- 
~M :xfvl/| ^;V7 7^] -2, 3, 4, 5~fh 

7t ko-ih- 2-^<^xr-fefe> 
Ifti 7 1] 



%^J8 7-C#fc t-^/V 4- [2- [[2- (7 
^-/Ut^A-) -2, 3, 4, 5-x h7 t Kn- 1H- 
2-^^XTif t°>-8--f/U] ^/l/7r^] 

0115 8 ^ ra«<©»^*:tT 5 - 1 *) , »tfk£4bfrft 

*H NMR (CDC1 3 ) 6 0.95-1.25 (2H, m), 1.40-1.80 (8H, 
Hi), 2.45-2.70 (2H, m), 2.80-2.95 (4H, m), 2.95-3. 
20 (4H, m), 3.53 (2H, s), 3.83 (2H, s), 6.85-6.95 
(1H, m), 7.00-7.15 (2H, m), 7.20-7.40 (5H, m). 
[0 2 3 0] 8 9 

t-ttA' 4- [2- [ [2- (MJ7;vto7tf 
}V) -2, 3, 4, 5-7h7tKn-lH-2-^yX 

[ft 1 7 2 ] 




#%#|8 5-C#fc t-r/^/V 4- [2- [ [2- (h 
!j7;^DTt^) -2, 3, 4, 5-7h7t Kn 
- lH-2-^VXTif fV-8 -> f/V] ^/W7r^] 

'H NMR (CDC1 3 )6 0.90-1.20 (2H, m), 1.30-1.80 (5H, 
m), 1.44 (9H, s), 1.85-2.00 (2H, m), 2.55-2.90 (4 

H, m), 3.00-3.15 (2H, m), 3.80-4.20 (4H, m),4. 55- 

4.80 (2H, m), 7.30-7.60 (3H, m). 
[0 2 3 1 ] #%^J 9 0 

X-ttAs 4- [2- [ (2, 3, 4, 5-rh7b 
Kn- lH-2-^^XTi? t°^-8 — f/U) *;vy j ~ 
,V\ -l-fc^y^v^/U/tfarv'U-h 
[ft 1 7 3 ] 



0 Me 



J 

fc t -T^A- 4- [2- [ [2- (h 



U -2, 3, 4, 5-rh7t Kn 

- lH-2-^>';*r-£t?:x-8--f/V] ^A'?^ 

set mmvmftzn v^t^xv, $mt&m 

X H NMR (CDCI3) 6 1.00-1.20 (2H, m), 1.44 (9H, s), 
1.50-1.90 (8H, m), 2.55-2.85 (4H, m), 2.95-3.10 (2 
H, m), 3.23 (2H, t-like, J = 4.6Hz), 3.95-4.20 (4 
H, m), 7.25-7.40 (3H, m). 
[0 2 3 2] #%01J 9 1 

t-^fvl" 4- [2- [ [2- (7x^y^^) - 
2, 3, 4, 5-rF7t Kn - 1 H-2--<VXTif t° 
>-8--Y/V] */W:7>f ~/v] aLfvi"] - 1 - fcV< y 

[ft 1 7 4 ] 



OX-JO 1 



Ma 



Me 
Me 



11 



9 0 T'#fc t-^/V 4- [2- [ (2, 3, 
4, 5-7h7tKn-lH-2-^yX7f fy-8- 

^ NMR (CDCI3) 6 1.00-1.20 (2H, m), 1.44 (9H, s), 
1.50-2.10 (7H, m), 2.55-2.85 (4H, m), 2.90-3.05 (2 
H, m), 3.12 (2H, t-like, J = 5.4Hz), 3.54 (2H, s), 
3.91 (2H, s), 3.95-4.20 (2H, m), 7.13 (1H, d, J = 
1.8Hz), 7.20-7.35 (6H, m), 7.42 (1H, dd, J= 7.6, 
1.8Hz). 

[0 2 3 3] 9 2 

2- -8- [ [2- (4-tf-<y^ 

-/I/) aLfvW] */W:7 -< —/l"] -2, 3, 4, 5-7F 
7t Kn- lH-2-^VXT-tf 
[ftl 7 5] 

##«9lWfc t-^°4- [2- [ [2- (7 
zl=l;V*^;V) -2, 3, 4, 5-r h7t Kn-1H- 

2 H NMR (CDCI3) 6 1.00-1.20 (2H, m), 1.45-2.10 (8H, 
m), 2.50-2.70 (2H, m), 2.80-2.95 (4H, m), 3.00-3. 

20 (4H, m), 3.52 (2H, s), 3.83 (2H, s), 6.85-7.15 

(3H, m), 7.20-7.40 (5H, m). 
[0 2 3 4] #%#J 9 3 
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t-^fvW 4- [2- [ [2- ( h !) 7/WtD7tf 
-2, 3, 4, 5— ^b?!: Kn-lH-2-^yX 

Ut 1 7 6 ] 



[ft 1 7 8 ] 



f o" *o 



_J<! 



Me 
Me 



###J8 5-?#fc t-:/^ 4- [2- [ [2- (h 
y -2, 3, 4, 5-fh7t Kn 

mm est mmco&ft*fi ozt\c±*)^ mmit&%> 

£mp 129-131° C^JifeSISfit LT#fc 0 
*H NMR (CDC1 3 ) 6 0.95-1.20 (2H, m), 1.30-1.80 (5H, 
m), 1.44 (9H, s) f 1.85-2.05 (2H, m), 2.50-2.75 (2 
H, m), 3.00-3.20 (4H, m), 3.80-4.20 (4H, m),4.67 a 
nd 4.76 (2H, s and s), 7.38 (1H, d, J = 7.38Hz), 
7.76 UH, dd, J= 8.2, 1.8 Hz), 7.91 (1H, d, J = 1. 
8Hz). 

7G*#tfHI C 24 H 33 F 3 N 2 0 5 S £ UT 
fMMt: C, 55.58; H, 6.41; N, 5.40. 

C, 55.52; H, 6.31; N, 5.48. 
[0 2 3 5] mm 9 4 

t-Zf^/V 4- [2- [(2, 3, 4, 5-rh7t 
Kn- lH-2-^^XT^t p ^-8-^^) 

[ft 1 7 7 ] 



ox-jo 



O Me 
II UMe 



0 0 



#%#J9 3T#fc t--/^JV 4- [2- [ [2- (h 
!)7;>tP7tf;>) -2, 3, 4, 5-fh7tKa 
- 1 H- 2-^ VXT-£tf ^-8-^/1/1 

*«5 6tlB«©16^S:fi 1 5r.tlcJ:9, 

L H NMR (CDCI3) 6 0.95-1.25 (2H, m), 1.44 (9H, s), 
1.50-1.95 (8H, m), 2.55-2.75 (2H, m), 2.90-3.15 (4 
H, m), 3.24 (2H, t-like, J = 5.2Hz), 3.95-4.15 (2 
H, m), 4.00 (2H, s), 7.34 (1H, d, J = 7.4Hz), 7.60 
-7.75 (2H, m). 

[0236] mm 9 5 

t-^/W 4- [2- [ [2- - 
2, 3, 4, 5-x h7 fc Kn- lH-2-^^XTif tT 



O- 1 



6'% 



O Me 
O Me 



m&\9 4Vmz t -77-/1' 4- [2- [ (2, 3, 
4, 5 - f h7 t Kp - 1 fcV- 8 - 

*H NMR (CDCI3) 8 0.95-1.20 (2H, m), 1.44 (9H, s), 
1. 50-1. 90 (7H, m), 2.55-2.75 (2H, m), 2.95-3.10 (4 
H, m), 3.13 (2H, t-like, J = 5.2Hz), 3.54 (2H, s), 

3.91 (2H, s), 3.95-4.20 (2H, m), 7.20-7.40 (6H, 
m), 7.43 (1H, d,J = 1.8Hz), 7.68 (1H, dd, J = 7. 7, 

1.8Hz). 

[0 2 3 7] mm 9 6 

2- (y^^^^/v) -8- [ [2- U-fc^y^ 

*L*f-;V\ 7s)V7 4^)V\ -2, 3, 4, 5-rh 
7t Kn- lH-2-^^XTif 
[ft 1 7 9 ] 



#%0»J 9 5 Tiffc t-r/fvl' 4- [2- [ [2- (7 
zn—zl^^/l/) -2, 3, 4, 5-x h7t Kn- 1H- 

8fcRI*otlkff«f5iiK:J:9, *«fb^*Snnp 83 

-85° C<0«fi«fi& LT#fc 0 

X H NMR (CDC1 3 )S 0.95-1.90 (12H, m), 2.45-2.65 (2 
H, m), 2.90-3.20 (6H, m), 3.54 (2H, s), 3.91 (2H, 
s), 7.20-7.40 (6H, m), 7.40-7.45 (1H, m), 7.65-7.7 
5 (1H, m). 

[0238] mm 9 7 

N-^^/u 3-[[4-[3-[[2-[ (A-y;Virny^^ 
M ^^1-2,3,4,5-X h7fc Ko-lH-2-^VX 
T^tf>--8->f^]^-^iy]^n t:V^]-l-t°^y 

[ft 1 8 0 ] 



HNk ^,NHMe 




1) ##0»j4i?#fc8-[3-[i-[ (3-vr;7x- 

/V) ^^Vkl-4-fc^y v?^/W]7 p n7K^V]-2-[ (4 
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-lH-2-^yXT^tf> (1.8g) fc9.8&®fi»(a:* 

j -f^mwL, 80mi) <nm&m*m&x 1 e p^nait # l 

3-[[4-[3-[[2-[ (A-yjv*u 
7x^) ^/Kl-2,3,4,5-^ )>7fc Kn-lH-2- 

(2. 18g) LT#fc 0 
2) ±|B1) "Cffi^^A' 3-[[4-[3-[[2-[ (4 
-7/^P7x^) -2,3,4,5-7" h7t Kp 

-lH-2-^^XTif — <yv]^-^v']7 p n 

^x-h (500mg) £40% ^W^y (^/-Ajg 

jS> 10ml)O^^y-^ffi« (10ml) ^r^u^jj^JE 
120 'C-CSO^raiPfiLfco *«E«r«ETfcfi 
*U £Si££11®^7VWiN h V 

/-/V- NH40H = 1:1:0.03) K£9»®{U &&ik&%0 

Mlft^tt (5l2^)Sr«6**W»*iLT#fc. 

X H NMR (CDC1 3 , ^y-±gS) 6 1.15-1.45 (5H, m), 
1.55-2.05 (9H, m), 2.75-2.90 (4H, m) , 2.98 (3H, 
s), 3.08 (2H, t-like, J = 5.2 Hz), 3.49 (4H, s), 
3.80 (2H, s), 3.87 (2H, t, J = 6.4 Hz), 5.60-6.20 
(1H, br), 6.47 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J 

= 8. 0, 2. 6 Hz) , 6. 90-7. 05 (3H, m) , 7. 20-7. 50 (5H, 

m), 7.53 (1H, s). 

7cHf##fffi C 34 H 43 FN 4 0 • 3HC1 • 2H 2 0 LX 
tUMS : C, 59.34; H, 7.32; N, 8.14. 
£IIMS : C, 59.27; H, 7.74; N, 8.41. 

[0 2 3 9] 9 8 

8— [3- [1— [[3— (4,5-^fc Kn-lH-2 — t ^ W 

f]-2-[ (4-7 ;U*u 7 ^/l/J-2, 3,4, 5- 

Utl 8 1] 




[ (4-7/^o7i^) ^^]-2,3,4,5-T b^b 
Kn-lH-2-^^XT^t°V-8— f/Vjt^r^ya 

tr/i/] - 1 - 1 0 ^ y s*=./u] ^ fvw] - 1 - >n y % /vx 



7 to 2) t mmcomftzn ozt\z.£*), m&it&m* 

X H NMR (CDCI3) 6 1.15-1.45 (5H, m), 1.55-2.05 (9 
H, m), 2.80-2.90 (4H, m), 3.08 (2H, t-like, J = 5. 
2 Hz) , 3. 49 (4H, s) , 3. 50 (2H, s) , 3. 70-3. 95 (6H, 
m), 6.48 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8. 
0, 2.6 Hz), 6.90-7.05 (3H, m), 7.20-7.45 (4H, m), 
7.66 (1H, d, J = 7.0 Hz), 7.74 (1H, s). 
7cHi##Hg C 35 H 43 FN 4 0£ LT 
H-Wit: C, 75.78; H, 7.81; N, 10.10. 

C, 75.33; H, 7.59; N, 10.05. 
[0 24 0] 9 9 

4-[[4-[2-[[2-[ (2-*^;V7x.~;\s) *^)V\-2, 
3,4,5-X h7t Kn-lH-2— <yX7f 

M - 1 - b°^< y * ?vi/| - 1 

[ftl8 2] 




#^9X?#fc^^V 4-[[4-[2-[[2-[ (2-^ 

-<yxrf t°y-8->f;!/]^i/]xf;i/]-i-^ 

02) tmm<DWfe*'friz.b\c£*)^ &mc&m*w 

X H NMR (CDCI3) 6 1.20-1.80 ( 9 H, 
m), 1.90-2.10 (2H, m), 2. 
28 (3H, s), 2.75-2.90 (4 
m), 3.07 (2H, t-like, 



H, 

J = 
s) , 
4 0 

s) , 
Hz) 
Hz) 
0, 

J = 



5. 2 Hz) , 
3. 5 1 (2H, 
(3H, b r) , 
3.9 3 (2H, 



3. 48 (2H, 

s) , 3. 6 0-4. 
3.8 1 (2H, 

t, J = 6. 2 



6.54 (1 H, d, J = 2.6 
6.6 6 (1 H, dd, J = 8. 
2. 6 Hz) , 7.0 4 (1H, d, 
8.0 Hz), 7.10-7.30 (4 



H, m) , 7.3 7 (2H, d, J = 
8.0 Hz), 7.5 5 (2H, d, J = 
8. 0 Hz) . 

TtmftVm C 33 H 42 N 4 O«0. 5H 2 0<!: L"C 
m : C, 76.26; H, 8.34; N, 10.78. 
: C, 76.39; H, 8. 13; N, 10.80. 
[0 2 4 1 ] ###J 100 
8-[2-[l-[[4- (4,5-^fc Kn-lH-2— 
V/U) 7* * - 4 - fcV< y h ^ i/\ 
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-2-[ i2-t?-;V7*^ji>) ^ykl-2,3,4,5-7 1 V 
7t Kn-lH-2— <y*TH fc!V 
[ftl 8 3] 




##«9"C#fc3:fvl' 4-[[4-[2-[[2-[ (2-^ 
/Vy^^/V) ^^/U]-2,3,4,5-7 L h7t Kn-lH-2 

y i/^jv] * fyi/] - 1 - ^< y& vjj * ^ * ^ y. 
t^^Vi/T^V^m^X, ##0ij9 7tf>2) tWSk 
<0&ft&?f O^ttCX *) s StMft^£rmpl50-151°Ctf> 

X H NMR (CDC1 3 ) 6 1.20-1.80 (9H, m), 1.90-2.05 (2H, 
m), 2.27 (3H, s), 2.80-2.90 (4H, m), 3.07 (2H, t- 
like, J = 5.2 Hz), 3.48 (2H, s), 3.51 (2H, s), 3.7 
8 (4H, s), 3.81 (2H, s), 3.93 (2H, t, J = 6. 2 Hz), 
6.54 (1H, d, J= 2.6 Hz), 6.66 (1H, dd, J = 8. 0, 
2.6 Hz), 7.04 (1H, d, J = 8. 0 Hz), 7.10-7.30 (4H, 
m), 7.36 (2H, d, J = 8. 0 Hz), 7.52 (2H, d, J = 8. 0 
Hz). 

TCiff^tFrffi C 35 H 44 N 4 0itt 
ff : C, 78.32; H, 8.26; N, 10.44. 
XMK: C, 78.30; H, 8.12; N, 10.45. 
[0 2 4 2] ##01 101 

2- [ (2-*3 l /1'7xl~/1') -8- [2- 

[1 - [ [3- (4, Kn-lH-2-^^/y 
;v) y^)V\ - A- V ^h* 

is] -2, 3, 4, 5-rf7t Kn-lH-2-^yX 

[ftl 8 4] 




##0U 0Xmc2- [ (2-^f^7x^;V) 

;l>] -8- [2- [1- [ (3-^r;7ir:/I/) 

/W] ^h^V] -2, 3, 4, 5 

— r h^b Kn- 1H- 2— <yXr if tf^ 2SHMfcSrffl 

*H NMR (CDC1 3 , 7!)- &g) 6 1.20-1.80 (9H, m), 1. 
85-2.10 (2H, m), 2.27(3H, s), 2.80-2.90 (4H, m), 
3.06 (2H, t-like, J = 5.2 Hz), 3.48 (4H, s),3.60- 
4.00 (1H, br), 3.76 (4H, s), 3.80 (2H, s), 3.92 (2 
H, t, J = 6. 2 Hz), 6.53 (1H, d, J = 2. 6 Hz), 6.65 
(1H, dd, J = 8.2, 2.6 Hz), 7.03 (1H, d, J = 8. 0 H 



z), 7.10-7.45 (6H, m), 7.65 (1H, d, J = 7. 4 Hz), 
7.73 (1H, s). 

TL^ftVfU C 3sH4 4 N 4 0 • 3HC1 • 1. 5H 2 0£ L~C 
tf^Ljt: C, 62.45; H, 7.49; N, 8.32. 
HfMK: C, 62.25; H, 7.65; N, 7.76. 
[0 2 4 3] ##0H 102 

2- [ (2-*3';\'7*=-jU) **J-jV] -8- [2- 
[1- [4- (4, Kn-lH-2->< S ^VV 

/V) - 4 - ]) a:^*/] - 

2, 3, 4, 5-Th7b Fp-lH-2-^yXTff 

[ft 1 8 5 ] 



o 




Me 



##09 1 1 xmit 2 - [ (2-**f-;V7^=-;v) **f~ 
/I/] -8- [2- [1- (4-V7;^y^^) -4 
-If^y^/W] a: h^ri/] -2, 3, 4, 5-rh7 
t Kn- lH-2-^^XTi? ffi^SSr/B^T, #% 
0(1 9 7 t Ha«e0*f[s*fT 5 - t <fc 19 > «Hft^»S:mp 

145-146° C<&tefe»fiiLT*lfc 0 
X H NMR (CDCI3) 6 1.00-1.50 (2H, m), 1.60-2.00 (8H, 

m), 2.28 (3H, s), 2.70-3.20 (2H, br), 2.80-2.95 
(2H, m), 3.07 (2H, t-like, J = 5.2 Hz), 3.49(2H, 
s), 3.60-4.00 (5H, br), 3.81 (2H, s), 3.96 (2H, t, 

J = 6.0 Hz), 4.60-4.80 (1H, br), 6.53 (1H, d, J = 

2.6 Hz), 6.66 (1H, dd, J = 8. 0, 2.6 Hz), 7.05 (1 
H, d, J = 8.0 Hz), 7.10-7.30 (4H, m), 7.42 (2H, d, 

J = 8.0 Hz), 7.81 (2H, d, J = 8. 0 Hz). 
yxMftmfa C 35 H 42 N 4 0 2 £ LT 
ffgffi: C, 76.33; H, 7.69; N, 10.17. 
JISMt: C, 75.97; H, 7.25; N, 10.03. 

[0 244] ##0!| 103 

2- {7?L-;Vt^;V) -7- [ [1 - [ [4- (4, 

Kn- lH-2—f $jf*Sl)A') 7 z*~)V\ 
A] -4-t 0 ^y^/W] ^ KV] -2, 3, 4, 5 
-T f^t Kn- lH-2-^^Xr-^t 0 ^ 
[ftl8 6] 




##0»J 1 3 "C#fc 2 - (7*~/l/;*?yU) -7- [ [1 

A'] * -2, 3, 4, 5 -y" h 7 t Kn - 1 H- 

2--<yX7^t p >' 2*atf6*fflvvt, ##0»j9 7£p] 
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|R<0«ktfs*tT5 Zb\c£V^ HJlft^Srmp 152-154 

X H NMR (CDC1 3 ) 6 1.30-1.95 (8H, m), 1.95-2.10 (2H, 
in), 2.80-3.00 (4H, m), 3.11 (2H, t-like, J = 5. 2 

Hz), 3.53 (2H, s), 3.56 (2H, s), 3.81 (2H, d, J = 

6.2 Hz), 3.83 (6H, s), 6.60 (1H, dd, J = 8. 2, 2.6 

Hz), 6.73 (1H, d, J = 2.6 Hz), 6.85 (1H, d, J = 8. 

2 Hz), 7.20-7.35 (5H, m), 7.39 (2H, d,J=8.0Hz), 
7. 75 (2H, d, J = 8. 0 Hz) . 

7C*£*f« C 33 H 4O N 4 0<b LT 

ttWit : C, 77.92; H, 7.93; N, 11.01. 
: C, 77. 42 ; H, 7. 93 ; N, 10. 93. 
[0 2 4 5] ###J 104 

2- (7i^Mf;l/) -8- [ [1- [ [4- (4, 
KP-1H-2-W 5 ^9 A') 7x^] ^ 
/V] p« h^>] -2, 3, 4, 5 

[ft 1 8 7 ] 




1 6 t?#fc 2 - (:7a:~/M?yl/) -8- [ [1 

- [ (4-^r/7x^) yf-A] -4-tr^y^ 

A'] y -2, 3, 4, 5-fh7t Kp-IH- 

«®*ftfp«rfr 3 n i J: 9 . *«fr&*«:mp 137-139 

*H NMR (CDC1 3 ) 6 1.25-1.50 (2H, m), 1.60-2.10 (8H, 

m), 2.80-3.00 (4H, m), 3.09 (2H, t-like, J = 5. 2 
Hz), 3.40-4.20 (4H, br), 3.53 (4H, s), 3. 73 (2H, d, 

J = 5.8 Hz), 3.82 (2H, s), 6.50 (1H, d, 
J = 2.6 Hz), 6.65 (1 H, dd, 
J = 8. 2, 2. 6 Hz) , 7.0 3 

(1H, d, J = 8.2 Hz), 7.20 
-7.3 5 (5H, m) , 7. 3 7 (2H, 
d, J = 8. 0 H z) , 7.7 3 (2H, 

d, J = 8. 0 Hz) . 
TcfJMMJfffi C 33 H 40 N 4 0£LT 
f^ffi : C, 77.92; H, 7.93; N, 11.01. 
Hlfett : C, 77.87; H, 7.91; N, 10.85. 

[0 2 4 6] ##011 105 

2- (7x^f;V) -8- [2- [1- [ [4- 
(4, Kd- lH-2->T V M 7x^/1/] 

^^A] -4-1^9 5*=^] ^h^r^] -2,3, 
4, 5 -7" h 7 fc Kn - lH-2-^^XTIft: 0 ^ 
[ft 1 8 8 ] 




###1 1 7 T#fc 2 - (^^/U^/U) -8- [2- 

[1- [ (4->>ry7x^) ^f/u] 

oibdrV] -2, 3, 4, 5-fh7t Kn- 

iH-2^yXTft 9 y^fflv^, ##«9 7fcia«o 

tftffSrfTS-ttilJ;?), Sa^ftSrmp 151-153° C 

X H NMR (CDCI3) 6 1.20-2.10 (12H, m), 2.80-2.90 (4 
H, m), 3.09 (2H, t-like, J = 5.2 Hz), 3.50 (2H, 
s), 3.53 (2H, s), 3.60-4.00 (4H, br), 3.82 (2H,s), 

3.92 (2H, t, J = 6.4 Hz), 6.50 (1H, d, J = 2. 6 H 
z), 6.66 (1H, dd, J= 8.0, 2.6 Hz), 7.03 (1H, d, J 
= 8.0 Hz), 7.20-7.50 (5H, m), 7.35 (2H, d, J = 8.4 
Hz), 7.72 (2H, d, J = 8.4 Hz). 
7r,mftVtm C 34 H 42 N 4 0«h LT 
tf-^EI: C, 78.12; H, 8.10; N, 10.72. 
ISRtt: C, 77.64; H, 8.02; N, 10.49. 

[0 24 7] 106 

2- (^zcn/M ^/U) -8- [2- [1- [ (4-v? 
^f/vr^/7xn;P) ^/P] -4-lf^y^^] 
^h^] -2, 3, 4, 5-fF7t Kn-lH-2- 

[ft 1 8 9 ] 




8-^h3ri/-2, 3, 4, 5-f h7b Kn-lH-2 

-^xriffcJVSrjfli^-c ###J2, #*«3*3«tv 

r H NMR (CDC1 3 , ^y-±g^)6 1.20-1.80 (9H, m), 1. 
85-2.05 (2H, m), 2.80-2.90 (4H, m), 2.93 (6H, s), 
3.10 (2H, t-like, J = 5. 2 Hz), 3.43 (2H, s),3.53 
(2H, s), 3.83 (2H, s), 3.91 (2H, t, J = 6.4 Hz), 
6.49 (1H, d, J =2.6 Hz), 6.60-6.75 (2H m), 7.03 (1 
H, d, J = 8. 0 Hz) , 7. 10-7. 35 (8H, m) . 
7ciif ##fffi C 33 H 43 N 3 0 • 3HC1 1 L"C 
tUMI: C, 62.50; H, 7.79; N, 6.63. 
Slftffi: C, 62.20; H, 7.97; N, 6.34. 
[0 24 8] #%#J 107 

2- (7x.~;V*^;V) - 8- [2- [1- [ [4- 
(N, fh&x.f'A'T $ J * 7i=^] -4 

- fc a ^ ]) i?~;l>>] rch^>] - 2, 3, 4, 5-7F7 
t Ko- lH-2-^vXTif fcTV 3t[tti[ 
[ft 1 9 0 ] 
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8-p< h*^-2, 3, 4, 5 —r h 7 t Kn - 1 H- 2 

X H NMR (CDCI3, 7 y — S&) 6 1. 04 (6H, t, J = 7. 0 
Hz), 1.20-1.80 (8H, m), 1.85-2.10 (3H, m), 2.51 (4 
H, q, J = 7.0 Hz), 2.80-2.95 (4H, m), 3.09 (2H, t- 
like, J = 5.2 Hz), 3.46 (2H, s), 3.53 (2H, s), 3.5 
4 (2H, s) , 3. 82 (2H, s) , 3. 92 (2H, t, J = 6. 4 Hz) , 
6.49 (1H, d, J = 2.6 Hz), 6.65 (1H, dd, J = 8. 3, 
2.6 Hz), 7.03 (1H, d, J = 8.3 Hz), 7.20-7.35 (9H, 
m). 

%H##rfi C 36 H 49 N 3 0 • 3HC1 • H 2 0^ LT 
tUttt : C, 64.81; H, 8.16; N, 6.30. 
HMS: C, 64.44; H, 8.48; N, 6.36. 
[0 2 4 9] 108 

2- (7i=WW -7- [[1- [ [4- (4, 5 
-$?fc Kn-lH-2->f 7x^] t^/V] 

-2, 3, 4, 5 by 
t KP-lH-2-^yXTf 

Mb i 9 1 1 




2 5 2 - -7 - [[1- 

[ (4-^777j^) ^^vi/i-4-txy ^/W]^* 

-2, 3, 4, 5-rh7t Kn-lH-2— < 

»ftM£r?T5r£iCj;!K WBffc&fcSrmp 122-124° C 
ITSt 

'H NMR (CDC1 3 ) 6 1.65-2.05 (6H, m), 2.20-2.40 (2H, 
m), 2.65-2.90 (5H, m), 3.08 (2H, t-like, J = 5.2 
Hz), 3.51 (2H, s), 3.55 (2H, s), 3.60-3.95 (4H, b 
r), 3.79 (2H, s), 4.29 (1H, tt, J = 7.4, 3.6 Hz), 
6.60 (1H, dd, J =8. 2, 2.6 Hz), 6.71 (1H, d, J = 2. 
6 Hz), 6.82 (1H, d, J = 8. 2 Hz), 7.20-7.35 (5H, 
m), 7.37 (2H, d, J = 8. 4 Hz), 7.73 (2H, d, J = 8.4 
Hz). 

5c*#*fli C 32 H 38 N 4 0 • 0. 5H 2 0<b lt 
ftlM!: C, 76.31; H, 7.80; N, 11.12. 
HIMS: C, 76.75; H, 7.71; N, 11.17. 
[0 2 5 0] ###j 109 

2- (7x^f^) -8- [[1- [ [4- (4, 5 



-2, 3, 4, 5-Thy 
b Ko- 1H- 2 — <yxrftfy 

lit 1 9 2 ] 




##0jrS-C#fc2- (7x-;Mf/V) -V- [[1- 
[ (4-^7/7x^1/) * *7U] -4- tf'* !J S^n/i/]* 
-2, 3, 4, 5-7h7t Kn-1 H-2-- < 

yxrftv 2jfi»*srfflv^, ###19 7 tmm<o 

li^SrfT 5 £ fflftffr&ttSrmp 131-133° C 

*H NMR (CDC1 3 ) 5 1.65-2.00 (7H, m), 2.27 (2H, ddd, 
J = 11.5, 8.3, 3.2 Hz), 2.65-2.80 (2H, m), 2.80- 
2.90 (2H, m), 3.10 (2H, t-like, J = 5. 2 Hz), 3. 53 
(2H, s), 3.55 (2H, s), 3.60-4.00 (4H, br), 3.81 (2 
H, s), 4.21 (1H,U, J =7. 6, 3.6 Hz), 6.50 (1H, d, 
J = 2.6 Hz), 6.67 (1H, dd, J = 8. 4, 2.6 Hz), 7.03 
(1H, d, J= 8.4 Hz), 7.20-7.35 (5H, m), 7.37 (2H, 
d, J = 8.4 Hz), 7.73 (2H, d, J = 8.4 Hz). 
TC^^Wtt C 32 H 38 N 4 0£ LT 
tt^ffi: C, 77.70; H, 7.74; N, 11.33. 

C, 77.29; H, 7.66; N, 11.33. 
[0 2 5 1] ###J 110 

3-[[4-[2-[[2-[ [2- (hy7/vtp^f;v) y 

*~Sl>] ^^/W]-2, 3,4,5-t 1 h7b Kn-lH-2--< 
~M*?M-l-^^Z/%;Vtf*i/4 K 3& 

[ft 1 9 3 ] 




CF 3 - 3HC1 



#*«3 5T?»fc8-[2-[l-[ (4-i/7;7s^) 

^^]^h^rV]-2-[ [2- (h 

y^v^-n^^/w) y*.~?v\ ^/vl-uj.s-fh 

7t Ko-lH-2-^>'XT^t p ^$r^V^, ###19 

X H NMR (CDC1 3 ) 6 1. 20-1. 80 (9H, m), 1.85-2.05 (2H, 
m), 2.75-2.90 (4H, m),3.05 (2H, t-like, J = 5.4 H 
z), 3.50 (2H, s), 3.73 (2H, s), 3.77 (2H, s), 3.91 

(2H, t, J = 6.2 Hz), 4.00-4.70 (3H, br.) f 6.48 (1 
H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8. 2, 2.6 Hz), 

7.04 (1H, d, J = 8.2 Hz), 7.25-7.65 (7H, m), 7.81 

(1H, d, J = 7.6Hz). 

[0 2 5 2] ###1 1 1 1 
8— [2— [1 — [[4— (4,5-^fc KP-1H-2--Y * *V 
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7 * ~)V\ * fvH -4 - y is-M*- h*is] 
-2-[ [2- (h!)7;^o^f/U) :7^~/U] 
^]-2,3,4,5-T h7t Kn-lH-2-^VXT-tff V 
[ft 1 9 4 ] 




##Wl3 5T#fc8-[2-[l-[ 

^^]-4-tf-<y ^/I^]^ h^rv^]-2-[ [2- (h 
y7/Vtn^f;U) y^^/P] ^^/W]-2,3,4,5-7 i h 
7 t Kn-lH-2-^^XTif IfV^/f^T, ###19 
y^^^^tTP^ir^J:^, it)lft3*£mp 11 

4-nr c<Dm&fe&k ur#fc 0 

*H NMR (CDC1 3 ) 6 1. 20-1. 80 (10H, m), 1.85-2.05 (2H, 
m), 2.75-2.90 (4H, m), 3.03 (2H, t-like, J = 5.4 

Hz), 3.50 (2H, s), 3.73 (2H, s), 3.77 (6H, s), 3.9 

1 (2H, t, J = 6. 2 Hz), 6.48 (1H, d, J = 2.6 Hz), 

6.66 (1H, dd, J =8.0, 2.6 Hz), 7.04 (1H, d, J = 8. 

0 Hz), 7.25-7.40 (4H, m), 7.50 (1H, t, J = 7. 2 Hz), 
7.61 (1H, d, J = 7.6 Hz), 7.72 (1H, d, J = 8. 0 H 

z), 7.81 (1H, d, J = 7.6 Hz). 
[0 2 5 3] 112 

8— [2— [1 — [[4— (1-^^/1—4,5-^1: Kn-1H- 

2-«( y ~A"] * -a- tf^ y 

,u]3L\>*is]-2-L [2- (h!)7yutn^f/v) 7*. 

XTiffy 
[ftl 9 5] 



N- 



CF, 















' 3HCI 



V 



##«3 5-e#fc8-[2-[i-[ (4-^r;7x^v) 

*f-M-4-*'<Vi?=A'']x>b*i']-2-l [2- (h 

7t tV^rfflV^ #%#I9 

7 fcH«©»ffftff5^i:KJ:9, *Hft4**m 11 

4-1 ir C<£&£fei<t LT'#fc 0 
X H NMR (CDCI3) 6 1.20-2.00 (9H, m), 2.20-2.55 (2H, 
m), 2.80-2.95 (4H, m),3.06 (2H, t-like, J = 5. 4 H 
z), 3.45-3.65 (5H, m), 3.74 (2H, s), 3.77 (2H, s), 
3.80-4.00 (4H, m), 4.34 (2H, t, J = 7. 0 Hz), 6.48 
(1H, d, J = 2.6Hz), 6.66 (1H, dd, J = 8. 0, 2. 6 H 
z), 7.04 (1H, d, J = 8.0 Hz), 7. 25-7. 55(6H, m), 7. 
61 (1H, d, J = 7.6 Hz), 7.81 (1H, d, J = 7. 6 Hz). 
[0 2 5 4] 113 

3-^np-4-[[4-[2-[[2-[ [2- ( h y 7/Vt 



ti^^/U) 7=.~}V\ ^f;i/]-2,3,4,5-fh7t Fp 
[ft 1 9 6 ] 




#«3 6-C#fc8-[2-[l-[ (2— *nu— 
y^^/U) ^^/V]-4-t°^y i/^/H^ h^rv^l-2- 
[ [2- (h!)7/l/tn^f;l/) p«^/W]-2 f 
3,4,5-T h7t Ku -1H-2 — <yX7f t'V^ffl^ 



i_0 



X H NMR (CDCI3) 6 1. 20-1. 90 (9H, m), 2.00-2.20 (2H, 
m), 2.75-2.95 (4H, m),3. 06 (2H, t-like, J = 5. 2 H 
z), 3.60 (2H, s), 3.74 (2H, s), 3.77 (2H, s), 3.93 

(2H, t, J = 6.4 Hz), 3.80-4.80 (3H, br.), 6.49 (1 
H, d, J = 2.6 Hz), 6.67 (1H, dd, J = 8. 0, 2.6 Hz), 

7.05 (1H, d, J = 8.0 Hz), 7.32 (1H, t, J = 7.6 H 
z), 7.40-7.65 (5H, m), 7.81 (1H, d, J = 7.6 Hz). 

[0 2 5 5] 114 
8-[2-[l-[[2— ^ n p— 4- (4,5-^fc Kn-lH-2 

— y ^/y;v) 7^^/v]^^/v]-4-tr^y ^n/w] 

^ h^>]-2-[ [2- (MJ7;^n^f/U) 7x^ 
A-] ^f^]-2,3,4,5-rh7t Kn-lH-2-" OX 

[ft 1 9 7 ] 




CF. 



3HCI 



##J3 6T*»fc8-[2-[l-[ (2-^anH-i/r; 
7 rc 7 { ^]-4-t p ^y v^/U]^ h*i/]-2- 
[ [2- (b!)7/^n^f;V) 

3,4,5-x h^t Kn-lH-2-^>-XT^b 0 V$rffi^ 
t, ##«9 7fc|3l«©IM^*fi i 5^i:^J:9, ^Mft 

%>£mp 209-211° C<DM&1&&bLXft1t 



*H NMR (CDCI3) 6 1. 20-1. 95 (9H, m), 2.00-2.20 (2H, 
m), 2.70-3.40 (1H, br.), 2.80-2.95 (4H, in), 3.06 
(2H, t-like, J = 5.2 Hz), 3.60 (2H, s), 3.74(2H, 
s), 3.78 (6H, s), 3.92 (2H, t, J = 6. 4 Hz), 6.49 
(1H, d, J = 2.6 Hz), 6.67 (1H, dd, J = 8.0, 2.6 H 
z), 7.04 (1H, d, J = 8.0 Hz), 7.32 (1H, t, J = 7. 6 

Hz), 7.40-7.70 (4H, m), 7.76 (1H, d, J = 1. 6 Hz), 

7.81 (1H, d, J = 7.6 Hz). 

[0 2 5 6] 1 1 5 
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8-[2-[l-[[2— ^ nn— 4- (1 

^y^n/w]3ih^fV]-2-[ [2- (MJ7;^n> 
?vi/) "7 3i^u] ^f;V]-2 > 3,4,5-fF7eKn-l 
H-2-^^XTi? 3;fi®:£ 
[flSl 9 8] 




#«3 6tftfc8-[2-[l-[ 

[ [2- (hy7;vtp^f;W ^a^/u] ^^/v]-2, 

3,4,5— r h^t Kn-lH-2— OXTif t°V^ffiV^ 
##^J 97i PJ*<D»ff *ff 5 r. £ \Z£ 9 s 3cMft 

X H NMR (CDC1 3 ) 6 1 . 20-1. 95 (9H, 
m), 2. 00-2. 20 (2H, m), 2. 
7 9 (3H, s) , 2.8 0-2.9 5 (4 
H, m) , 3.0 6 (2H, t - 1 i k e, 
J = 5. 2 Hz) , 3. 44 (2H, t, 
J = 9.6 Hz), 3. 60 (2H, 

(2H, s) , 3.7 7 (2 
. 86 (2H, t, J = 
3. 9 3 (2H, t , J = 
6.4 9 (1 H, d, J = 
6.6 7 (1H, 
2. 6 Hz) 
= 8. 0 



s) , 3. 7 4 
H, s) , 3 
9. 6 Hz) , 
6. 4 Hz) , 
2. 6 Hz) 



d d, J 
7. 04 (1 
7. 2 5- 
(1H, 



= 8. 0, 
H, d, J = 8.0 Hz), 
7.6 5 (6H, m) , 7.8 1 
d, J = 7. 6 Hz) . 
[0 2 5 7] ##0U 1 6 

8-[3-[l-[[4- (4,5-3*1: Kn-lH-2 — f ^ #V 

5/1-2- (7is^fM -2,3,4,5— r b^fc Kn 
-lH-2-^^XTiffV 
Ift 1 9 9 ] 




#%#J3 8<D8-[3-[l-[ (4-V7/7 3:^V) 
/V]-4-^D 5*=/P]^pjiK*$/|-2- (7 :n 
fyV) -2, 3,4, 5-7 h 7 t Kn - lH-2-^<yX7f 

t'^Srfflivc, ##0J9 7 bfflfcV>Wfe*'ft o Cite* 
«9> ««ft^««rap 131-134° COtMSi:Lr# 

X H NMR (CDCI3) 6 1. 20-1. 45 (4H, m), 1.60-2.00 (9H, 
m), 2.80-2.90 (4H, m),3.09 (2H, t-like, J = 5. 2 H 



z), 3.40-4.20 (4H, br.), 3.50 (2H, s), 3.53(2H, 
s), 3.83 (2H, s), 3.86 (2H, t, J = 6.6 Hz), 4.60- 
4.90 (1H, br.), 6.50 (1H, d, J = 2. 6 Hz), 6.66 (1 
H, dd, J = 8.0, 2.6 Hz), 7.03 (1H, d, J =8.0 Hz), 
7. 20-7. 40 (7H, m) , 7. 72 (2H, d, J = 6. 6 Hz) . 
[0 2 5 8] 1 1 7 

2- (7x.~jVt?-;l>) -8- [2- [1- [ [4- 
W. N-S*7* fvWT 5 y t^lV) 7^)V\ -4 

-fcT^y^/W] ^h^V] -2, 3, 4, 5-rh7 

fc Kn- lH-2-^^XT-^t'V 
lit 2 0 0 ] 




NMo, 



8-^h^V-2, 3, 4, 5-7h7t Kn-lH-2 
-^yXTiftfVSrJB^T, ###J2, ##0!l3*5<i:tf 

X H NMR (CDCI3, 7V— fiS) 6 1.20-1.80 (9H, m), 1. 
85-2.05 (2H, m), 2. 23 (6H, s), 2.80-2.95 (4H, m), 
3.10 (2H, t-like, J = 5.4 Hz), 3.40 (2H, s),3.47 
(2H, s), 3.53 (2H, s), 3.82 (2H, s), 3.92 (2H, t, 
J = 6.4 Hz), 6.50 (1H, d, J = 2. 8 Hz), 6.66 (1H, d 
d, J = 8.2, 2.8 Hz), 7.03 (1H, d, J =8.2 Hz), 7.20 
-7.35 (9H, m). 

[0259] mmm 1 

8-[2-[l-[[4- (4,5-v^t Kn-lH-2— Y ^ 
/U;v) 7x^]^f;i/]-4-^!i^/V]x 

- 2 - (7xr:Wf;U) -2,3,4,5-f h7t Kn 

[ft 2 0 1 ] 




##^2T#?c8-[2-[l-[ (4-^97*- 
/V) ^^]-4-b°^<y v 5 ^]^ h^f^J-2- (7x 
^/l^fvu) -2, 3, 4, 5-7f7tKn-2- < 

yxrftv-i-ty^t, 9 7 £ 

*f£«rff 5 r t tc J: 19 , *«fl^»*rnip 86-89° CO 

*H NMR (CDCI3) 6 1.20-1.85 (9H, m), 1.85-2.05 (2H, 
m), 2.00-2.80 (1H, br), 2.66 (2H, t, J = 7.0 Hz), 
2.75-2.90 (2H, m), 3.17 (2H, t, J = 6.4 Hz), 3.51 
(2H, s), 3.78 (4H, s), 4.02 (2H, t, J = 6. 4 Hz), 

4.78 (2H, s), 6.88 (1H, dd, J = 8. 4, 2.8 Hz), 7.00 
(1H, d, J = 8.4 Hz), 7.20-7.40 (8H, m), 7.72 (2H, 
d, J = 8.2 Hz). 

7C*#*He C 34 H 4O N 4 0 2 • 0. 5H 2 0<b LT 

trSIt: C, 74.83; H, 7.57; N, 10.27. 
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: C, 74.87; H, 7.77; N, 10.44. 

[0260] %mm 2 

4-[[4-[2-[[l-^y-2- (7xi/Mf;V) -2, 
3,4, 5-T YyM KD-lH-2-^^Xr^try-7--f 
;H * * >0 3i ^yu] -i-^rj v?n/U] ^yp] - 1 - ^ 

[ft 2 0 2] 




3 i 7 - [ 2^1- [ (4-i/r;7x^ 

fy>) -2, 3, 4, 5-rh7t 

*H NMR (CDC1 3 , 7!J- SS) 6 1.20-1.85 (11H, m), 
1.90-2.05 (2H, m), 2.69(2H, t, J = 7.0 Hz), 2.75- 
2.95 (2H, m), 3.18 (2H, t, J = 6.6 Hz), 3.50(2H, 
s), 4.02 (2H, t, J = 6.6 Hz), 4.77 (2H, s), 5.00- 
5.40 (3H, br), 6.63 (1H, d, J = 2.6 Hz), 6.82 (1H, 
dd, J = 8. 4, 2.6 Hz), 7.20-7.45 (7H, m), 7.55 (2 
H, d, J = 8.0 Hz), 7.68 (1H, d, J = 8. 4 Hz). 
jzMfttix^. C 32 H 4O N 4 0 2 • 3HC1 • 1. 5H 2 0 t LX 
tfWI : C, 62.94; H, 7.10; N, 9.18. 

C, 63.27; H, 7.20; N, 9.21. 

[0261] nmw3 

7-[2 -[l-[[4 - (4,5-i^t: Kn-lH-2--f ^ V 

f]-2-[ (4-7;Utc7x^;l/) * tVW]- 2, 3,4,5- 
fF7t Kn-2— OXTW>- 1 -ir> 
[ft 2 0 3] 




®ftZffo zttczv, mmt&vozmv 135-136 0 c 

X H NMR (CDCI3) 6 1.20-1.85 (10H, m), 1.90-2.05 (2 
H, m), 2.69 (2H, t, J =7.0 Hz), 2. 75-2. 95 (2H, m), 
3.18 (2H, t, J = 6.6 Hz), 3.51 (2H, s), 3.60-4.00 
(4H, br), 4.01 (2H, t, J = 6. 6 Hz), 4.77 (2H, s), 
6.62 (1H, d, J =2.6 Hz), 6.82 (1H, dd, J = 8. 4, 2. 
6 Hz), 7.20-7.40 (7H, m) f 7.67 (1H, d, J = 8. 4 H 
z), 7.72 (2H, d, J = 8.4 Hz). 
Ttm^VfU C 34 H 4O N 4 0 2 • 0. 5H 2 0£ UT 
IWffi: C, 74.83; H, 7.57; N, 10.27. 
Hftfi: C, 75.35; H, 7.59; N, 10.27. 

[0 2 6 2] ^JfeWU 
7-[2-[l-[[4 - (l-^7VV-4,5-^fc Kn-lH-2 
—f ^ ¥9 V M 7=. -M * v^/i/l 

3,4,5-x b7t Kn-2-' <yX7f fcTV- 1 
[ft 2 0 4 ] 




#«3 1"C#fc7-[2-[l-[ (4->r;7xn 
/U) * 3vu] -4- fc^ U Y - 2 - (7* 

~;V*f;V) -2, 3, 4, 5-rh7tKn-2-^ 

vxtw>- i -^y^^T, ##^j9 7 tmmo 

mmm 1 

(1) Wflioi) x'&btiititfr 

(2) 7^ h-* 

(3) b**n=i$/JR» 

(4) h^n^jg© 

(5) ^fTUy^^^^A 

(6) # A'/tf ^rv';* ^/HryVD — y>jj /Vi/ty J* 



CP 

##«3 1-C#Jb7-[2-[l-[ (4-v'Ty7x^ 
AO ^^]-4-b°^<i; v^— /V]a:f^r->]-2- (7x 
—/MtVI") -2, 3, 4, 5-7h7t KP-2-^< 

yxrfey- 1 -*-:/£r/j?^T, 9 7 £ mttto 

*^Srfr5ri:^J:9, *JHft^ftSrmp 139-141° C 

L H NMR (CDCI3) 6 1.20-1.85 (9H, m), 1.85-2.05 (2H, 
m) , 2. 69 (2H, t, J =7. 0 Hz) , 2. 75-2. 95 (2H, m) , 
2.80 (3H, s), 3.19 (2H, t, J = 6. 6 Hz), 3.35-3.55 
(4H, m), 3.86 (2H, t, J = 9. 6 Hz), 4.01 (2H, t, J 
= 6.6 Hz), 4.77(2H, s), 6.63 (1H, d, J = 2.2 Hz), 
6.82 (1H, dd, J = 8.6, 2.2 Hz), 7.20-7.40 (7H, m), 
7.50 (2H, d, J = 8.0 Hz), 7.68 (1H, d, J = 8. 4 H 
z). 

7E*#*f«f[ C 35 H 42 N 4 0 2 • 0. 5H 2 0£ LT 
frWB: C, 75.10; H, 7.74; N, 10.01. 
SUMI: C, 75.36; H, 7.70; N, 9.76. 
[0 2 6 3] 



5 O m g 
3 4mg 

1 O. 6mg 
5 m g 

O . 4 m g 

2 O m g 



*8sfc«^±B (l) - (6) fcft^u etWHrfl^ 



1 2 Omg 
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miM2 

( 1 ) &m\ 9 9-ct btntn&i 

(2) 7^ k-* 

(3) hjr^oai^BB 

(4) h^D3VB» (£>9#) 

(5) ^rryy^v^v'^A 

(6) fl/Wl?^>y fvHr/WP — 



5 0 m g 
3 4mg 
10. 6mg 

5 m g 

0 . 4 m g 
2 Omg 



1irifefc«v*_bIB (1) - (6) fcS^U KffMtrfflv* 

WfM 3 

(1) **m"C#bftfcfls£46 

(2) 7* h-* 

(3) h = 

(4) h**n=iS/JR» 

(5) ^fryysv^v'^ 



fr 1 2 Omg 



5 Omg 
3 4mg 
10. 6mg 

5 m g 

0 . 4 m g 
2 Omg 



fr 



ftifctCfl§^±lB (1) - (6) SriS^U 

10 2 6 4] ###| 1-1 yv h«*3fecDNASrffl^fc 
PCRSslCfcSyy bSLC-l S**cDNA<?Dii« 
7yMHS*poly (A) + RNA (^-yf^tt) frff 

ofc 0 ffi<E¥Kj£«:, *#7RNA PCR ver. Y<D& 

l\ mm^\ 1^5J:^2 0^DNA7 P 7^^-^^ 
TPCRft^iSitffSrfTftofco ^DNA^^-flg 

iK^JBjStt, cDNA#SS5 Ml ^DNA^7-Y^-#0.4 
MM, 0.25 mM dNTPs > pfu (* b7#i?— ^tfc) DNA/K U 
yy-ifO.5 /il*5«t^#*{C:#JB^y7r-"C> ft 

/HM^y — (/^^yx;^-tt) £r£H\ 94^-60 
fy<nW&<0'<fc^ 94TC • 60#, 60^ • 30S\ 72^ • 150g> 

xf^^nW Klfefcfc,fcoTfTJfeofc 0 
[0 2 6 5] 1-2 PCR^O^y* ^ 

9 <DV7? v-~>?ft£Tm AcDNA&#tf):®gg2 

JlJ<£>fi?^l£ £ S JificDNAETljOifeB 

#%#J 1 - 1 ^frftofcPCR«<0KJE£:S*tt0. 8 

DNASrEURLfc. PCR-Script™ Amp SK(+)^n — 



1 2 Omg 

A^7^^ K^* — pCR-Script Amp SK(*)^^^ 
n-^^LfCo rftfc^f^ y tr 3 ]) ( Escheric 
hia coli) XL-1 Blue (* h7^^) I^ALt^ 



U ^Jfte&ttE. coli XL-1 Blue/7 jy hSLC-l£# 

fc. <®>«r(0^n— ylrrytvy ^&^ifLBi&ift-C— (ft 

*g«U QIA prep8 miniprep (^T^ytt) Sr/B^T:/ 
KDNASrWaiLfco W»LfcDNA<D— »£^Tffl 
RSBlSSal I*5J:tfSpe lid <fc 5flO»f*:fT*V\ JfA£ft 

rv^^s^cDNASf^^^t^ir^Lfco &mmm<D 

fcfe<Dtz&<Dfx}&V$Byedeoxy Terminator Cycle Sequen 
ce Kit tt) *flJwtfTftV\ 

Slb^-^Vf— SrfflV^r«»Ufco #b*lfc3^n- 

C-l^i/^g (E^]**: 3) Sr=3-K-r5cDNAffi?lJ 
(Lakaye, B. et al. Biochim. Biophys. Acta, Vol. 1 
401, pp. 216-220 (1998), accession No. AF08650) <D 

mn Lfcate-7-E?ij t -Brf 5 r t l fc (mm 

^: 4) o 

[0 2 6 6] 1-3 75/ bSLC-l^^CH0*fBJ!acD 

1-2 -CeWOTMBSftfc? * h|g6*c7)SLC-l 

OiST ^ / Wi&WZ 3 - K 5' >dl(csal IBMG?!( 
^*PL, *fc3'«^Spe IBBMBWSrf+iPLfcae^ 
^A^ftfc^y^^ X otiM $ ti,^ col 
i(D? n-yj: «9Plasmid Midi Kit (^ryy?i) Srffi 
V^T7 P 7^^ KSrPfiU »Jffi»*Sal I^iTjSpe IX 



-78- 



ft 



hDNA^Sal I&itfSpe I"C$J»r Lfcifr«SJ& 
f^ffl^^-T^*^ KpAKKO-lllH (Hinuma, S. et 
al. Biochim. Biophys. Acta, Vol. 1219, pp. 251-259 
(1994)EttOpAKK01.11Hfcia-«>^^-^?^5 

K) T4y^y-* (Siiit) fcffl^Ty-fy- 

fa^tfrfclV Mfi^Sffl^y^^ KpAKKO- SLC-l£ 
*^LfCo pAKKO- SLC-l-CJgRCiftLfcE;. coli DH5 
(h-3-#-) Sr»#ft, PlasmidMidi Kit (^7^ 
Vtt) SrJB^TpAKKO- SLC-IO^^^^ KDNASrfflKb 
fc 0 ^tl&CellPhect Transfection Kit (T^is^^y 

oTCHO dhfr'*BlfiU:»ALfco 10 m gODNASr y 
/Vi/!?A^^*fl:JBS«t U 24^Pflfltft^5 x 10 5 £fc 
ttl x 10 6 1@<£>CH0 dhfr-*MS£««LfclO cnr>^-U 
fctSSDLfco lO%^^J6jeiL»Sr-&tfMEMo»*t?10KI 

-CitSttr < 5SLC-l*moi03»!a-(?fcS^RteJftJWJIS^ 

56^ n-y^il^L7t D 
[0 2 6 7] 1-4 if7 jy hSLC-1 Uir:/^ 

-®fiSniRNA^5imJ:Oii5V>CHO/ SLC-lJI«j&R0>»R 

1-3 Xffi&ZiltcOiO/ SLC-1*56^ n — ycD^: 
^7^/ hSLC-lU^7 P ^— geHmRNA(0^g,l:SfCytosta 
r T Plate (T^f-r y )V-?*/T irT ^tfc) £r 

fc 0 CHO/ SLC-ltfc<£>£^ n — ^^rCytostar T PlateG># 
well[C2.5 x 10 4 1@-foSaL-C24^^Lfcm, 10 
y\C£oX'Mm*®fel,tCo ^welllCO.25% 
Triton X-100£®toLTM&^i@tt£r&>tf 35 S 
7-<^bfciE^J#-^ : 5 0riboprobeSrDD*.r^>f y y 
^X^^rfco 20 mg/ralORNaseA^^well^DxT^gi 
(DriboprobeSriHffcU TV- h * <fc < ft#Lfc|£, /n 
A "f y £V X UfcriboprobeCOadtffitt^rTopcounter-C 
ffljeUfco ScM«ttOjl5V^^raRNA^l:^^^ 0 mRNA 

[0 2 6 8] #%#J 1-5 fc hSLC-1 cDNASr^fr:/? 
* ^ b'<D^m 

t M&jejB6*cDNA library (SUPERSCRIPT™ cDNA Lib 
raryjGIBCOBRI/fet) £\ Genetrapper cDNA positive sele 
ction system (GIBCOBRLtt) <D~?~ zlTMC^oX , y 
Fl ^^K^^ UT— ^^rffiV^T, DNAlCnick^r 

II-eJB^-rsrtJCifJ, l#£fc hJ&Jfcfiifc*cDNA li 
brary^rfllS Lfc 0 Kolakowski Jr. (Kolakowski Jr. , 
et al (1996) FEBS Lett. Vol. 398, pp. 253-258) <D 

UttY (accession No. U7 109201434-1451^^) 
£)3* 7fc$B^biotin-14-dCTP£rTerminal Deoxynucleotidy 



1 TransferaseSrffl^TttflnU biotinfk^ - V *X 9 ^ 

MC'&otCo hfl&JEJg*3fccDNA library 4/*g£ 

95t:"Cl^fftaUfe«, tK±T^L, biotin^y^ 
5K^U*^K20 ng£ft];L, 37^-Cl^, $J^W:/y 

l^hTt^S^fcT— X£iD;t, MAGNA-SEP Magnetic Par 
tide Separator (GIBCOBRLtt) SrfflV^T, biotinft^ y 

S*cDNA£l£8tU Kolakowski Jr. (Kolakows 
ki Jr. , et al (1996) FEBS Lett. Vol. 398, pp. 253- 

258) \cm^xftmi>tz&?m^ : 7©#riw-y=** 

^Utf-^K (accession No. U71092O1011-1028iCtS 

[0 2 6 9] 1-6 SMBLfc fc hSLC-1 cDNASr 

1-5 X^bftfz-fyX^ K £r ELECTR0MAX™DH 1 0 
B™CellsiC^U^ hnaRu— Vffi-e»ALtJBK)B 
Sltfcft, cDNA^A^tf£#0^n-^£Tyfc 0 ;yy y 
XrfX-gal«r^tfLB*^«**"C31#lU, &fe$rMf 5 
^ p - yo^SrtSi LfcoSfttttooi ^r^ill » 
gfc&fcE. coli. DH10B/hSLC-l£#fc o f@*<D^n~ 
^SrT^fc'Vy y£^frLB^ir?--efc^U QIA prep 
8 mini prep (^7^ Vtfc) *fflV>TX7^ ^ KDNA*» 
Mb /C 0 itt*Ba?IJ*^<Ofc»<OKl£tt. DyeDeoxy Termi 
nator Cycle Sequence Kit ^y^/U^r— ft) ^: 

9) Lakayeb^^ (Lakaye, B. et al. (1 
998) Biochem. Biophys. Acta, vol. 1401, pp. 216-22 
0) JC^5V>T, t hSLC-l^EJlSr^tpt: h&£#DNAE 
(accession number : Z86090) %hh\Z-\,X7 y hSLC 

-i^e>««3ttytia?ijtLTjfis$*Lrv^fc hsLc-i 

tf64T5y»±atl!:H*63 K^-C*>SATG^mRNA±"C# 

^7^; K»Ci5Jgjffilft#Escherichia coli DH1 
0B/phSLClL8£ I FO*3j:U^N I B Hl^ffc Lfc 0 

[0 2 7 0] 1-7 fc hJI&!lia**cDNA$rffiV> 

fcPCRSJC i 5 fc hSLC-lcDNAOiftl 
i/—y V y y7m\C& t) ^ n-^^^$tiyt t hSLC-1 

0*3^:^1 l^*DNA^7>f^— fcE^*"?-: 1 2*3 

Sr-ttb-ettfiftofco lft#coft*iDNA£:t: hSLC-l(S) 
^#(Oifi|@DNA^b hSLC-l(L)t^*Lfco £j* 

dna^ ^ >r -e - iig^ft:® 6 ^ssR s ti z> mtiwmfc* 
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MfcftJPLfc. t hSLC-l(S)iU«ORJS:»(?!)»*tt, t 
hSLC-lDNAEy«l££tf^5*5 KHB15 ill, 
AZ/5-f ^— #0.4/zM, 0.2 mM dNTPs, pfuDNAtf y y 7 
~fe?0.5 til#£Xf#%\Zttm<0'<iy7 7--?, 

4? (X-arV^yi^— *t) £rfl!i\ 94t: • 60#><a 

*njfttf>SL 94t: • 60^, 57*C • 6030?, 72^ • 150S?CO^ 
^*A-*r25lsI«k0jgU fttfclz:72t; • lO^ftMLfco * 
fc, fc hSIX-KDitB^SJESttOiafigfi, t b SLC-1 D 
NAEW**b:/9*5 Ml, ^DNAy^-f^ 

-&0.4mM, 0.2 mM dNTPs, pfuDNA/tf V y 7^^0. 5 // 

^yx;l/-7- It) SrfflV\ 94*C • 60fJ>OiP«lO 
94°C • 6033\ 60^ • 60®\ 72X: • 3 j^(D^~^ $ /Vfc 

itBtt. o.8%r^n-^y^m^®i^> * 

[0 2 7 1] 1 - 8 PO«i»(D^9^ ^ 

t-^W-Jt u—~V>f%> £xm AcDNA«P#tf):£SE 
M^#Kfc J: *#«cDNAEM©1*B 

1-7 ^fr*ofcPCR«<DRjfcjg4&tt0. 8 

s y y 0 Hi «w>tfk. 7*y-/i4*ffi. 7^ 

DNA^rlHlliXLfCo PCR-Script™ Amp SK (*") ^ P — ~ ^ ^ 
*s>h (* h^S^-Vtt) 0^iC^V\ EJRLfcDN 
kfrzfy*^ K^*— pCR-Script Amp SKO^Ir:/^ 
n-^-^^LTto Ctl^i/xy tT =*y ( Escheric 
hia coli) DH5 a competent cell (j — 3— tf?*-) tC?S 
AUT«W<E*Lfca. cDNA#A»^Sr«o^n-yS: 
rytV!) V*5j:tH-galSr^tpLB*5c«a*"ea« 

^tdiU t: h SLC-1 (S) <7)7gf|$G&&E. coli DH5a 
/hSLC-KS) 1 1 h SLC-1 (L) CO^K^lftflCE^ coli DH5a 

/hsLc-i(D^#fco m*<n?u— v&rytfvy 

trt^gife-C-ifeig^ U QIA prep8 mini prep (^T^ 
ytt) ^rfflV>T7 P 7^^ KDNASrBSIUfco ilKbfcDNA 
O-a£ffi^T0JHgf^Sal I^i:t^Spe IK* 5§J»f£: 
fr*v\ jfAS*i-CV^5S**cDNAW^<0*t*SrfllB 
LtZo ^gfi^*£<Pfc&OK/SteJ)yeDeoxy Termina 
tor Cycle Sequence Kit 3r V^^-r— tt) 

LTE^IS"^: 1 O&JclM KD&f&VMT'y'C^-X 
itffi^tiS^f DNAEM (EWS*: 14) *3j;tffc 
HSLC-iae^SrMFSlt UrEM#^ : 1 2&£Xfl 3 



(D^^DNA^-r^-"Cit<@Sn^-<#DNAE?«J (SB 
J9#*: 15) KtHWlHfeLfco 

[0 2 7 2] 1-9 fc h SLC-1 (S)^mCHO^ia 

:fc<fctffc h SLC-1 (L)*^OlM&<0fER 

l - 8 -CEnitfAEB S tlfc h SLC-1 (S) £ , t h 
SLC- 1 (L) am A $ flit y * S K tc J: o T TgMEgt $ tt 

fcE. coliO^P-Vj: flPlasmid Midi Kit (^7^> 
tt) Zm^Xyry*^ KSrBSL, SiJPI^Sal 1*5 J: 
t^Spe IT*«J»rb"C^V*— h«^S:«I9fflLfco -fV 
hDNAtt«ft»»«, r^n-^yy^P>^7 ^ y y 

fc 0 wCO-ry^-hDNA^Sal Ijocfct^Spe ITgJ^fLfc 
Sj%)Wia^^^<^^— KpAKKO-lllH (Hinum 

a, S. et al. Biochim. Biophys. Acta, Vol. 1219, pp. 
251-259 (1994)|BifecDpAKK01. 11H£ IrI — <D^<? 7" 

y*^ K) icinx, T4^^^-^ (SKg) Sr^v^r? 
-fy— ^3 ^S^^f^v^, IfiMi^x^ KpAKK0-hS 

LC-l (S) f: pAKKO-hSLC-1 (L) Lfc c pAKKO-hSLC-1 

(Sj^ctt^pAKKO-hSLC-KD-C^S^bfcK coli DH5 
a (h — 3— ) §rig#^. Plasmid Midi Kit (*T 
y ^tt) m V > TpAKKO-hSLC-l (S) t pAKKO-hSLC- 1 (L) (O 
Zfy*^ KDNASrWjRLfeo -tl^rCellPhect Transfect 
ion Kit (Tv^tA77^v'WtT^tt) ^rffi 

tco 10 //g<7)DNA^U 

L> 24^fKS»^5 x 10 5 *fcl^l x 10 6 <@CDCH0 dhfr"^ 
SS^MSLfclO cm^ir— H^SRiDtfco 10%!>Vteil 
lliL«f4r^tpMEIIa«f«6'ei0KI#*Lfca, i&ftU 
*»-e*> 5 10%®W $ *S&Jiikm Sr^tf^^^MEM a 
#»-C«#Lfco «R#* + -C»*LT<Sfc hSLC-1 

(s) ae^^ACHo^is-cfc ^> Mw&&mm<D a p ^-5 

6^n— ^*5tW, fc h SLC-1 (L) 5te^ACH0»'C 

[0 2 7 3] ##^Jl - 10 t hSLC-l(S)*5j;U5t h 
SLC- 1 (L) mRNAtf>38^*<0 K V ^S^^ A jNBiatteoaR 
##^H 1-9 -CWi:$tl^CH0/hSLC-l(S)tt56^ ^ 
*5i:m:H0/hSLC-l (L)»61^ n — yOmRNAO^g^rCyt 
ostar T Plate (T^^A7r/^ , >7^*7^ 

tt) Srfflv\ i^T'n H=iyWii?6oreATO<t 5tcai 

^UfCo CH0/hSLC-l(S)**3ctt^CH0/hSLC-l(L) t*C0«- 
^p— ^^rCytostar T Plate<D^well(C2. 5x 10 4 <@*fo 

JS$rS3£Lfco #well(C0. 25% Triton X-100$r^iDL 
•C»flaoSi§tt«rfc(ffcS, 35 S7^Lfcga?iJ#^: 
1 6 (Oriboprobe^PxT W ^ y ^ X£i*rfc 0 20 mg 
/ml (DRNaseA^^wel 1 l£;DD z_ X t|(Dr iboprobe %mit 
L> h*i<Jife}^Lfc«, /^^y^XLfcri 

boprobeCQ W^^rTopcounter-caiJ^ Lfc c ftlt^tt 
(DKSV^tt^mRNAlliaS^fltV^ mRNA»a*<oaiV> 7 * 
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[0 2 7 4] 1 &SMfc£*©GTPy S/M VT^f 

#%#J 1-1 0-C#btbfcb r-SLC-13£§lCH0*te* n — 
^57*5 itf##« 1-4 T?#&;h,fc9 s> hSLC-llS^CHO 

fc y vMM&aAtt* (pH 7.4) fcfc K KXXfyy 

KBO^l/y hfe**^*— h/^^rMlO mM NaHCO 
3 , 5 mMEDTA, pH 7. 5) £10 ml^JD^, # U hn^^v 5 

•J->f1f— Srfflv^r**^*— hbfco 400x g -ci5#rai8 
<L> LT# btlfc±fit £ £ b I-100, 000 X g-Cl«PWifi^ 
U RB#<&«aR*«r#fc 0 r<Dtt«»*2 ml£>7>>1r 
<i*yVT— [50 mM Tris-HCl(pH 7.5), 1 mM EDTA, 0. 
1% BSA(^i/jfB.itT^^>'), 10 mM MgC12, lOOmM Na 
CI, ImM GDP (^7/^y5'--!j >St) , 0.25 mM PMSF 
(7x^/1^^ f /V^/^^/V7/Vt7^ K), lmg/ml ^< 
-fXf^s^ 20 mg/ml n-f 10 mg/ml 7** 

7*7^ KVllcBMJU lOO.OOOXg-Cl^ffi^Lfdo 

s<v7T-\mmi>s mm -so° c-e«#u «/sco 

:7V- He, -e#^t^sLc-i^ac 

H0*flJ&^iJ#171 1 Lfc&, DMS0*«t-C#R Lfc 
3xlO" 10 M MCH 2 ml, II* Lfc&R{fc^ 

[SEQUENCE LISTING] 



2 ml, ^tfC^Sl-GuanosineSMy-thio) triph 
osphate(m-{b^D P a tt») 25 ml*:, tftWlWDL 
fc GMlfiR;|&ft& : 20mg/ml , [ 35 S] -Guanos ine5' -( y -th 
io)triphosphate^«S : 0.33nM) o Z<DR)fcl&%2&CV 

(GF-C)Srffl^rK9l5iau (50mM Tris- 

HCl$fft£ pH7. 5) 300 ml-C3lsHifcj^Lfco ^9*7*4" 
*-fcjg#V^W->?-$r50 mlSSSPU «ofc»clt 

&&mm& (%) =m&mt ucHSrssanufctsojfcH- 

Stt-DMS0»«*aa)D Lfc fc # ^Sclt^tt) / ( MCH£ 
«S*D Lfc t # ©JScitJStt-DMSOSPiK Sr«iD Lfc i # Oft 
itfttt) xlOO^LT, (%) 
IC 50 H*riLtfiLfCo 
[0 2 7 5] 3»*«r£JlTK:i!Pi-. 



a»stt (icm«z mm) 



##09 1 1 ) 
##099 9 

tfi I f - ft -mm -M 

lift 



3 

0. 3 

(I) Sfctt^bifife, gftfcM C 



[0 2 7 7] 

IBM*] 



<;110> 
<;120> 
<;130> 
<;160> 
<;210> 
<;211> 
<;212> 
<;213> 
<;220> 
<;223> 
<;400> 



Takeda Chemical Industries, Ltd. 

Melanin Concentrating Hormone Antagonist 

B00022 

16 

1 

32 
DNA 

Artificial Sequence 



1 



GTCGACATGG ATCTGCAAAC CTCGTTGCTG TG 32 



2 

32 
DNA 

Artificial Sequence 



<;210> 
<;211> 
<;212> 
<;213> 
<;220> 
<;223> 
<;400> 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT CT 
<;210>; 3 
<;211>; 353 



32 
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<;212>; PRT 
<;213>; Rat 
<;400>; 3 

Met Asp Leu Gin Thr Ser Leu Leu Ser Thr Gly Pro Asn Ala Ser Asn 

15 10 15 

He Ser Asp Gly Gin Asp Asn Leu Thr Leu Pro Gly Ser Pro Pro Arg 

20 25 30 

Thr Gly Ser Val Ser Tyr lie Asn He He Met Pro Ser Val Phe Gly 

35 40 45 

Thr lie Cys Leu Leu Gly lie Val Gly Asn Ser Thr Val He Phe Ala 

50 55 60 

Val Val Lys Lys Ser Lys Leu His Trp Cys Ser Asn Val Pro Asp He 
65 70 75 80 

Phe lie He Asn Leu Ser Val Val Asp Leu Leu Phe Leu Leu Gly Met 

85 90 95 

Pro Phe Met lie His Gin Leu Met Gly Asn Gly Val Trp His Phe Gly 

100 105 110 

Glu Thr Met Cys Thr Leu He Thr Ala Met Asp Ala Asn Ser Gin Phe 

115 120 125 

Thr Ser Thr Tyr He Leu Thr Ala Met Thr He Asp Arg Tyr Leu Ala 

130 135 140 

Thr Val His Pro He Ser Ser Thr Lys Phe Arg Lys Pro Ser Met Ala 
145 150 155 160 

Thr Leu Val lie Cys Leu Leu Trp Ala Leu Ser Phe lie Ser He Thr 

165 170 175 

Pro Val Trp Leu Tyr Ala Arg Leu He Pro Phe Pro Gly Gly Ala Val 

180 185 190 

Gly Cys Gly lie Arg Leu Pro Asn Pro Asp Thr Asp Leu Tyr Trp Phe 

195 200 205 

Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu Pro Phe Val Val He 

210 215 220 

Thr Ala Ala Tyr Val Lys lie Leu Gin Arg Met Thr Ser Ser Val Ala 
225 230 235 240 

Pro Ala Ser Gin Arg Ser He Arg Leu Arg Thr Lys Arg Val Thr Arg 

245 250 255 

Thr Ala He Ala lie Cys Leu Val Phe Phe Val Cys Trp Ala Pro Tyr 

260 265 270 

Tyr Val Leu Gin Leu Thr Gin Leu Ser lie Ser Arg Pro Thr Leu Thr 

275 280 285 

Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu Gly Tyr Ala Asn Ser 

290 295 300 

Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys Glu Thr Phe Arg Lys 
305 310 315 320 

Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin Gly Gin Leu Arg Thr 

325 330 335 

Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg Thr Glu Ser Lys Gly 
340 345 350 

Thr 

<;210>; 4 
<;211>; 1074 
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<;212>; DNA 








<;213>; Rat 








<;400>; 4 










GTCGACATGG 


ATCTGCAAAC 


CTCGTTGCTG 


TCCACTGGCC CCAATGCCAG CAACATCTCC 


60 


GATGGCCAGG 


ATAATCTCAC 


ATTGCCGGGG 


TCACCTCCTC GCACAGGGAG TGTCTCCTAC 


120 


ATCAACATCA 


TTATGCCTTC 


CGTGTTTGGT 


ACCATCTGTC TCCTGGGCAT CGTGGGAAAC 


180 


TCCACGGTCA 


TCTTTGCTGT 


GGTGAAGAAG 


TCCAAGCTAC ACTGGTGCAG CAACGTCCCC 


240 


GACATCTTCA 


TCATCAACCT 


CTCTGTGGTG 


GATCTGCTCT TCCTGCTGGG CATGCCTTTC 


300 


ATGATCCACC 


AGCTCATGGG 


GAACGGCGTC 


TGGCACTTTG GGGAAACCAT GTGCACCCTC 


360 


ATCACAGCCA 


TGGACGCCAA 


CAGTCAGTTC 


ACTAGCACCT ACATCCTGAC TGCCATGACC 


420 


ATTGACCGCT 


ACTTGGCCAC 


CGTCCACCCC 


ATCTCCTCCA CCAAGTTCCG GAAGCCCTCC 


480 


ATGGCCACCC 


TGGTGATCTG 


CCTCCTGTGG 


GCGCTCTCCT TCATCAGTAT CACCCCTGTG 


540 


TGGCTCTACG 


CCAGGCTCAT 


TCCCTTCCCA 


GGGGGTGCTG TGGGCTGTGG CATCCGCCTG 


600 


CCAAACCCGG 


ACACTGACa 


CTACTGGTTC 


ACTCTGTACC AGTTTTTCCT GGCCTTTGCC 


660 


CTTCCGTTTG 


TGGTCATTAC 


CGCCGCATAC 


GTGAAAATAC TACAGCGCAT GACGTCTTCG 


720 


GTGGCCCCAG 


CCTCCCAACG 


CAGCATCCGG 


CTTCGGACAA AGAGGGTGAC CCGCACGGCC 


780 


ATTGCCATCT 


GTCTGGTCTT 


CTTTGTGTGC 


TGGGCACCCT ACTATGTGCT GCAGCTGACC 


840 


CAGCTGTCCA 


TCAGCCGCCC 


GACCCTCACG 


TTTGTCTACT TGTACAACGC GGCCATCAGC 


900 


TTGGGCTATG 


CTAACAGCTG 


CCTGAACCCC 


TTTGTGTACA TAGTGCTCTG TGAGACCTTT 


960 


CGAAAACGCT 


TGGTGTTGTC 


AGTGAAGCCT 


GCAGCCCAGG GGCAGCTCCG CACGGTCAGC 


1020 


AACGCTCAGA 


CAGCTGATGA 


GGAGAGGACA 


GAAAGCAAAG GCACCTGAAC TAGT 


1074 


<;210>; 5 










<;211>; 262 








<;212>; RNA 








<;213>; Rat 








<;400>; 5 










GCGAAUUGGG UACCGGGCCC 


CCCCUCGAGG 


UCGACGGUAU CGAUAAGCUU GAUAUCGAAU 


60 


UCCUGCAGCC CGGGGGAUCC 


GCCCACUAGU 


UCAGGUGCCU UUGCUUUCUG UCCUCUCCUC 


120 


AUCAGCUGUC UGAGCGUUGC 


UGACCGUGCG 


GAGCUGCCCC UGGGCUGCAG GCUUCACUGA 


180 


CAACACCAAG CGUUUUCGAA 


AGGUCUCACA 


GAGCACUAUG UACACAAAGG GGUUCAGGCA 


240 


GCUGUUAGCA UAGCCCAAGC 


UG 




262 


<;210>; 6 










<;211>; 18 










<;212>; DNA 








<;213>; Artificial Sequence 






<;220>; 










<;223>; 










<;400>; 6 










CAACAGCTGC CTCAACCC 


18 






<;210>; 7 










<;211>; 18 










<;212>; DNA 








<;213>; Artificial Sequence 






<;220>; 










<;223>; 










<;400>; 7 










CCTGGTGATC TGCCTCCT 


18 






<;210>; 8 










<;211>; 1275 








<;212>; DNA 
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<;213>; Human 
<;400>; 8 

TAGGTGATGT CAGTGGGAGC CATGAAGAAG GGAGTGGGGA GGGCAGTTGG GCTTGGAGGC 60 
GGCAGCGGCT GCCAGGCTAC GGAGGAAGAC CCCCTTCCCA ACTGCGGGGC TTGCGCTCCG 120 
GGACAAGGTG GCAGGCGCTG GAGGCTGCCG CAGCCTGCGT GGGTGGAGGG GAGCTCAGCT 180 
CGGTTGTGGG AGCAGGCGAC CGGCACTGGC TGGATGGACC TGGAAGCCTC GCTGCTGCCC 240 
ACTGGTCCCA ACGCCAGCAA CACCTCTGAT GGCCCCGATA ACCTCACTTC GGCAGGATCA 300 
CCTCCTCGCA CGGGGAGCAT CTCCTACATC AACATCATCA TGCCTTCGGT GTTCGGCACC 360 
ATCTGCCTCC TGGGCATCAT CGGGAACTCC ACGGTCATCT TCGCGGTCGT GAAGAAGTCC 420 
AAGCTGCACT GGTGCAACAA CGTCCCCGAC ATCTTCATCA TCAACCTCTC GGTAGTAGAT 480 
CTCCTCTTTC TCCTGGGCAT GCCCTTCATG ATCCACCAGC TCATGGGCAA TGGGGTGTGG 540 
CACTTTGGGG AGACCATGTG CACCCTCATC ACGGCCATGG ATGCCAATAG TCAGTTCACC 600 
AGCACCTACA TCCTGACCGC CATGGCCATT GACCGCTACC TGGCCACTGT CCACCCCATC 660 
TCTTCCACGA AGTTCCGGAA GCCCTCTGTG GCCACCCTGG TGATCTGCCT CCTGTGGGCC 720 
CTCTCCTTCA TCAGCATCAC CCCTGTGTGG CTGTATGCCA GACTCATCCC CTTCCCAGGA 780 
GGTGCAGTGG GCTGCGGCAT ACGCCTGCCC AACCCAGACA CTGACCTCTA CTGGTTCACC 840 
CTGTACCAGT TTTTCCTGGC CTTTGCCCTG CCTTTTGTGG TCATCACAGC CGCATACGTG 900 
AGGATCCTGC AGCGCATGAC GTCCTCAGTG GCCCCCGCCT CCCAGCGCAG CATCCGGCTG 960 
CGGACAAAGA GGGTGACCCG CACAGCCATC GCCATCTGTC TGGTCTTCTT TGTGTGCTGG 1020 
GCACCCTACT ATGTGCTACA GCTGACCCAG TTGTCCATCA GCCGCCCGAC CCTCACCTTT 1080 
GTCTACTTAT ACAATGCGGC CATCAGCTTG GGCTATGCCA ACAGCTGCCT CAACCCCTTT 1140 
GTGTACATCG TGCTCTGTGA GACGTTCCGC AAACGCTTGG TCCTGTCGGT GAAGCCTGCA 1200 
GCCCAGGGGC AGCTTCGCGC TGTCAGCAAC GCTCAGACGG CTGACGAGGA GAGGACAGAA 1260 
AGCAAAGGCA CCTGA 1275 
<;210>; 9 
<;211>; 422 
<;212>; PRT 
<;213>; Human 
<;400>; 9 

MeT Ser Val Gly Ala MeT 
1 5 
Gly Gly Gly Ser Gly Cys 
20 

Cys Gly Ala Cys Ala Pro 
35 

Gin Pro Ala Trp Val Glu 
50 

Thr Gly Thr Gly Trp MeT 
65 70 
Pro Asn Ala Ser Asn Thr 

85 

Gly Ser Pro Pro Arg Thr 
100 

Pro Ser Val Phe Gly Thr 
115 

Thr Val He Phe Ala Val 
130 

Asn Val Pro Asp lie Phe 
145 150 
Phe Leu Leu Gly MeT Pro 



Lys Lys Gly Val Gly Arg Ala Val Gly Leu 

10 15 
Gin Ala Thr Glu Glu Asp Pro Leu Pro Asn 

25 30 
Gly Gin Gly Gly Arg Arg Trp Arg Leu Pro 

40 45 
Gly Ser Ser Ala Arg Leu Trp Glu Gin Ala 
55 60 
Asp Leu Glu Ala Ser Leu Leu Pro Thr Gly 

75 80 
Ser Asp Gly Pro Asp Asn Leu Thr Ser Ala 

90 95 
Gly Ser He Ser Tyr lie Asn lie He MeT 

105 110 
He Cys Leu Leu Gly lie lie Gly Asn Ser 

120 125 
Val Lys Lys Ser Lys Leu His Trp Cys Asn 
135 140 
He lie Asn Leu Ser Val Val Asp Leu Leu 

155 160 
Phe MeT He His Gin Leu MeT Gly Asn Gly 
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165 




170 




175 




Val Trp 


His Phe Gly 


Glu Thr MeT 


Cys Thr 


Leu 


He Thr Ala MeT 


Asp 




180 




185 




190 




Ala Asn 


Ser Gin Phe 


Thr Ser Thr 


Tyr lie 


Leu 


Thr Ala MeT Ala 


He 




195 


200 






205 




Asp Arg 


Tyr Leu Ala 


Thr Val His 


Pro lie 


Ser 


Ser Thr Lys Phe 


Arg 


210 




215 






220 




Lys Pro 


Ser Val Ala 


Thr Leu Val 


He Cys 


Leu 


Leu Trp Ala Leu 


Ser 


225 




230 




235 




240 


Phe He 


Ser lie Thr 


Pro Val Trp 


Leu Tyr 


Ala 


Arg Leu He Pro 


Phe 




245 




250 




255 




Pro Gly 


Gly Ala Val 


Gly Cys Gly 


He Arg 


Leu 


Pro Asn Pro Asp 


Thr 




260 




265 




270 




Asp Leu 


Tyr Trp Phe 


Thr Leu Tyr 


Gin Phe 


Phe 


Leu Ala Phe Ala 


Leu 




275 


280 






285 




Pro Phe 


Val Val lie 


Thr Ala Ala 


Tyr Val 


Arg 


He Leu Gin Arg 


MeT 


290 




295 






300 




Thr Ser 


Ser Val Ala 


Pro Ala Ser 


Gin Arg 


Ser 


He Arg Leu Arg 


Thr 


305 




310 




315 




320 


Lys Arg 


Val Thr Arg 


Thr Ala lie 


Ala He 


Cys 


Leu Val Phe Phe 


Val 




325 




330 




335 




Cys Trp 


Ala Pro Tyr 


Tyr Val Leu 


Gin Leu 


Thr 


Gin Leu Ser He 


Ser 




340 




345 




350 




Arg Pro 


Thr Leu Thr 


Phe Val Tyr 


Leu Tyr 


Asn 


Ala Ala He Ser 


Leu 




355 


360 






365 




Gly Tyr 


Ala Asn Ser 


Cys Leu Asn 


Pro Phe 


Val 


Tyr lie Val Leu 


Cys 


370 




375 






380 




Glu Thr 


Phe Arg Lys 


Arg Leu Val 


Leu Ser 


Val 


Lys Pro Ala Ala 


Gin 


385 




390 




395 




400 


Gly Gin 


Leu Arg Ala 


Val Ser Asn 


Ala Gin 


Thr 


Ala Asp Glu Glu 


Arg 




405 




410 




415 




Thr Glu 


Ser Lys Gly 


Thr 












420 












<;210>; 


10 












<;211>; 


31 












<;212>; 


DNA 












<;213>; 


Artificial Sequence 










<;220>; 














<;223>; 














<;400>; 


10 












GTCGACaTGG aCCTGGaaGC CTCGCTGCTG C 31 






<;210>; 


11 












<;211>; 


31 












<;212>; 


DNA 












<;213>; 


Artificial Sequence 










<;220>; 














<;223>; 














<;400>; 


11 












ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT C 31 






<;210>; 


12 
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<;211>; 33 

<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; 

<;400>; 12 

AGTCGACATG TCAGTGGGAG CCATGAAGAA GGG 33 



<;210> 
<;211> 
<;212> 
<;213> 
<;220> 
<;223> 
<;400> 



13 
33 
DNA 

Artificial Sequence 



13 



AACTAGTTCA GGTGCCTTTG CTTTCTGTCC TCT 33 

<;210>; 14 

<;211>; 1074 

<;212>; DNA 

<;213>; Human 

<;400>; 14 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG 
GATGGCCCCG ATAACCTCAC TTCGGCAGGA 
ATCAACATCA TCATGCCTTC GGTGTTCGGC 
TCCACGGTCA TCTTCGCGGT CGTGAAGAAG 
GACATCTTCA TCATCAACCT CTCGGTAGTA 
ATGATCCACC AGCTCATGGG CAATGGGGTG 
ATCACGGCCA TGGATGCCAA TAGTCAGTTC 
ATTGACCGCT ACCTGGCCAC TGTCCACCCC 
GTGGCCACCC TGGTGATCTG CCTCCTGTGG 
TGGCTGTATG CCAGACTCAT CCCCTTCCCA 
CCCAACCCAG ACACTGACCT CTACTGGTTC 
CTGCCTTTTG TGGTCATCAC AGCCGCATAC 
GTGGCCCCCG CCTCCCAGCG CAGCATCCGG 
ATCGCCATCT GTCTGGTCTT CTTTGTGTGC 
CAGTTGTCCA TCAGCCGCCC GACCCTCACC 
TTGGGCTATG CCAACAGCTG CCTCAACCCC 
CGCAAACGCT TGGTCCTGTC GGTGAAGCCT 
AACGCTCAGA CGGCTGACGA GGAGAGGACA 
<;210>; 15 
<;211>; 1283 
<;212>; DNA 
<;213>; Human 
<;400>; 15 

AGTCGACATG TCAGTGGGAG CCATGAAGAA 
CGGCAGCGGC TGCCAGGCTA CGGAGGAAGA 
GGGACAAGGT GGCAGGCGCT GGAGGCTGCC 
TCGGTTGTGG GAGCAGGCGA CCGGCACTGG 
CACTGGTCCC AACGCCAGCA ACACCTCTGA 
ACCTCCTCGC ACGGGGAGCA TCTCCTACAT 
CATCTGCCTC CTGGGCATCA TCGGGAACTC 



CCCACTGGTC 
TCACCTCCTC 
ACCATCTGCC 
TCCAAGCTGC 
GATCTCCTCT 
TGGCACTTTG 
ACCAGCACCT 
ATaCTTCCA 
GCCCTCTCCT 
GGAGGTGCAG 
ACCCTGTACC 
GTGAGGATCC 
CTGCGGACAA 
TGGGCACCCT 
TTTGTCTACT 
TTTGTGTACA 
GCAGCCCAGG 
GAAAGCAAAG 



CCAACGCCAG 


CAACACCTCT 


60 


GCACGGGGAG 


CATCTCCTAC 


120 


TCCTGGGCAT 


CATCGGGAAC 


180 


ACTGGTGCAA 


CAACGTCCCC 


240 


TTCTCCTGGG 


CATGCCCTTC 


300 


GGGAGACCAT 


GTGCACCCTC 


360 


ACATCCTGAC 


CGCCATGGCC 


420 


CGAAGTTCCG 


GAAGCCCTCT 


480 


TCATCAGCAT 


CACCCCTGTG 


540 


TGGGCTGCGG 


CATACGCCTG 


600 


AGTTTTTCCT 


GGCCTTTGCC 


660 


TGCAGCGCAT 


GACGTCCTCA 


720 


AGAGGGTGAC 


CCGCACAGCC 


780 


ACTATGTGCT 


ACAGCTGACC 


840 


TATACAATGC 


GGCCATCAGC 


900 


TCGTGCTCTG 


TGAGACGTTC 


960 


GGCAGCTTCG 


CGCTGTCAGC 


1020 


GCACCTGAAC 


TAGT 


1074 



GGGAGTGGGG 
CCCCCTTCCC 
GCAGCCTGCG 
CTGGATGGAC 
TGGCCCCGAT 
CAACATCATC 
CACGGTCATC 



AGGGCAGTTG 


GGCTTGGAGG 


60 


AACTGCGGGG 


CTTGCGCTCC 


120 


TGGGTGGAGG 


GGAGCTCAGC 


180 


CTGGAAGCCT 


CGCTGCTGCC 


240 


AACCTCACTT 


CGGCAGGATC 


300 


ATGCCTTCGG 


TGTTCGGCAC 


360 


TTCGCGGTCG 


TGAAGAAGTC 


420 
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CAAGCTGCAC TGGTGCAACA ACGTCCCCGA CATCTTCATC ATCAACCTCT CGGTAGTAGA 480 
TCTCCTCTTT CTCCTGGGCA TGCCCTTCAT GATCCACCAG CTCATGGGCA ATGGGGTGTG 540 
GCACTTTGGG GAGACCATGT GCACCCTCAT CACGGCCATG GATGCCAATA GTCAGTTCAC 600 
CAGCACCTAC ATCCTGACCG CCATGGCCAT TGACCGCTAC CTGGCCACTG TCCACCCCAT 660 
CTCTTCCACG AAGTTCCGGA AGCCCTCTGT GGCCACCCTG GTGATCTGCC TCCTGTGGGC 720 
CCTCTCCTTC ATCAGCATCA CCCCTGTGTG GCTGTATGCC AGACTCATCC CCTTCCCAGG 780 
AGGTGCAGTG GGCTGCGGCA TACGCCTGCC CAACCCAGAC ACTGACCTCT ACTGGTTCAC 840 
CCTGTACCAG TTTTTCCTGG CCTTTGCCCT GCCTTTTGTG GTCATCACAG CCGCATACGT 900 
GAGGATCCTG CAGCGCATGA CGTCCTCAGT GGCCCCCGCC TCCCAGCGCA GCATCCGGCT 960 
GCGGACAAAG AGGGTGACCC GCACAGCCAT CGCCATCTGT CTGGTCTTCT TTGTGTGCTG 1020 
GGCACCCTAC TATGTGCTAC AGCTGACCCA GTTGTCCATC AGCCGCCCGA CCCTCACCTT 1080 
TGTCTACTTA TACAATGCGG CCATCAGCTT GGGCTATGCC AACAGCTGCC TCAACCCCTT 1140 
TGTGTACATC GTGCTCTGTG AGACGTTCCG CAAACGCTTG GTCCTGTCGG TGAAGCCTGC 1200 
AGCCCAGGGG CAGCTTCGCG CTGTCAGCAA CGCTCAGACG GCTGACGAGG AGAGGACAGA 1260 
AAGCAAAGGC ACCTGAACTA GTT 1 2 

8 3 

<2 1 0> 16 
<211> 420 

< 2 1 2 > RNA 

< 2 1 3 > Huma n 
<4 0 0> 16 

CAAAAGCUGG AGCUCCACCG CGGUGGCGGC CGC 
UCUAGCC CACUAGUUCA GGUGCCUUUG 60 
CUUUCUGUCC UCUCCUCGUC AGCCGUCUGA GCG 
UUGCUGA CAGCGCGAAG CUGCCCCUGG 120 
GCUGCAGGCU UCACCGACAG GACCAAGCGU UUG 
CGGAACG UCUCACAGAG CACGAUGUAC 180 
ACAAAGGGGU UGAGGCAGCU GUUGGCAUAG CCC 
AAGCUGA UGGCCGCAUU GUAUAAGUAG 240 
ACAAAGGUGA GGGUCGGGCG GCUGAUGGAC AAC 
UGGGUCA GCUGUAGCAC AUAGUAGGGU 300 
GCCCAGCACA C AAAGAAG AC CAGACAGAUG GCG 
AUGGCUG UGCGGGUCAC CCUCUUUGUC 360 
CGCAGCCGGA UGCUGCGCUG GGAGGCGGGG GCC 
ACUGAGG ACGUCAUGCG CUGCAGGAUC 420 



(51) Int. CI. 7 



10 1 



F I 

A 6 1 P 9/10 
19/02 

C 0 7 D 401/12 
401/14 



A 6 1 P 9/10 
19/02 

C 0 7 D 401/12 
401/14 



10 1 



F*-A(##) 4C063 AA01 AA03 BB08 CC19 CC23 

DDIO EEOl 
4C076 CC21 CC30 CC42 
4C086 AAOl AA02 AA03 BC38 GA07 
MAOl NA14 NA15 ZA45 ZA70 
ZA96 ZC03 ZC35 ZC54 
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i 



